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© N-arylheteroarylalkyl imidazol-2-one compounds for treatment of circulatory disorders. 

© A class of N-arylheteroarylalkyl tmidazol-2-one compounds is described for use in treatment of circulatory 
disorders such as hypertension and congestive heart failure. Compounds of particular interest are angiotensin II 
antagonists of the formula 



wherein A is selected from 



CO 

o> 

CO 
CO 

o 
in 





R 11 
R 3 , 



R 7 . 



R 9 


R 8 




R 6 




N 




R 8 




Rank Xerox (UK) Business Services 



BNSOOCID: <EP 05O8393A1J_> 



EP 0 508 393 A1 

wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl. isopropyl, n-butyl, sec-butyl, isobutyl tert-butyl 4- 
methylbutyl. 2-ethylbutyl. n-pentyl, neopentyl. phenyl, methylphenyl, difluorophenyl, benzyl phenethyl 
cyclohexyl. cydohexylmethyl, cyclohexylethyl. cyclohexanoyl. 1-oxo-2^yclohexylethyl. benzoyl 1-oxo-2- 
phenethyl, 1-oxopropyl, 1-oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein RP is hydrido- wherein R* is 
selected from methyl, ethyl, n-propyl. isopropyl. n-butyl. sec-butyl, isobutyl. tert-butyl, n-pentyl isopentyl 
neopentyl. phenyl, benzyl, phenethyl, cyclohexyl. cydohexylmethyl. propylthio. butylthio, and hydroxyalkvl-' 
wherein each of R3. R*. Rs, R r, R8 , R9> R ,o ^ R11 js hydrjdo an(j R5 must £ ^ SH 

POaHj, SOaH. CONHNH2, CONHNHSOjCFa. OH. 

H H H 

N-N N-N 



wherein each of R« and R« is independently selected from chloro. cyano. nitro. trifluoromethyl. methoxycar- 
bonyl and tnfluoromethylsulfonyl; or a tautomer thereof or a pharmaceutically-aceptable salt thereof. 
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Related Application 

This a continuation-in-part of U.S. Application Ser. No. 07/681 ,01 1 filed 5 April 1991 . 
5 Field off the Invention 

Non-peptidic N-arylheteroarylalkyl imidazol-2-one compounds are described for use in treatment of 
circulatory disorders such as hypertension and congestive heart failure. Of particular interest are angiotensin 
II antagonist compounds provided by an imidazol-2-one having a arylheteroarylmethyl moiety attached to a 
w nitrogen atom of the imidazol-2-one. 

Background of the Invention 

The renin-angiotensin system is one of the hormonal mechanisms involved in Regulation of 
15 pressure/volume homeostasis and in expression of hypertension. Activation of the renin-angiotensin cascade 
begins with renin secretion from the juxtaglomerular apparatus of the kidney and culminates in the formation 
of angiotensin II, the primary active species of this system. This octapeptide, angiotensin II, is a potent 
vasoconstrictor agent and also produces other physiological effects such as promoting aldosterone 
secretion, promoting sodium and fluid retention, inhibiting renin secretion, increasing sympathetic nervous 
20 system activity, increasing vasopressin secretion, causing positive cardiac inotropic effect and modulating 
other hormonal systems. 

Previous studies have shown that antagonizing angiotensin II at its receptors is a viable approach to 
inhibit the renin-angiotensin system, given the pivotal role of this octapeptide which mediates the actions of 
the renin-angiotensin system through interaction with various tissue receptors. There are several known 
25 angiotensin II antagonists, most of which are peptidic in nature. Such peptidic compounds are of limited use 
due to their lack of oral bioavailability or their short duration of action. Also, commercially-available peptidic 
angiotensin II antagonists (e.g., Saralasin) have a significant residual agonist activity which further limit their 
therapeutic application. 

Non-peptidic compounds with angiotensin II antagonist properties are known. For example, the sodium 

30 salt of 2-n-butyl-4-chloro-1-(2-chlorobenzyl)imidazole-5-acetic acid has specific competitive angiotensin II 
antagonist activity as shown in a series of binding experiments, functional assays and in vivo tests [P. C. 
Wong et al, J. Pharmacol. Exp. Ther. , 247(1), 1-7 (1988)]. Also, the sodium salt of 2-butyl-4-chloro-1-(2- 
nitrobenzyl)imidazole-5-acetic acid has specific competitive angiotensin II antagonist activity as shown in a 
series of binding experiments, functional assays and in vivo tests [A. T. Chiu et al, European J. Pharmacol., 

35 157, 13-21 (1988)]. A family of 1 -benzylimidazole-5-acetate derivatives has been shown to have competitive 
angiotensin II antagonist properties [A. T. Chiu et al, J. Pharmacol. Exp. Ther. , 250(3), 867-874 (1989)]. U.S. 
Patent No. 4,816,463 to Blankey et al describes a family of 4,5,6,7-tetrahydro-TTrimidazo(4 1 5-c)-tetrahydro- 
pyridine derivatives useful as antihypertensives, some of which are reported to antagonize the binding of 
labelled angiotensin If to rat adrenal receptor preparation and thus cause a significant decrease in mean 

40 arterial blood pressure in conscious hypertensive rats. EP No. 253,310, published 20 January 1988, 
describes a series of aralkyl imidazole compounds, including in particular a family of biphenylmethyl 
substituted imidazoles, as antagonists to the angiotensin II receptor. EP No. 323,841 published 12 July 1989 
describes four classes of angiotensin II antagonists, namely, biphenylmethylpyrroles, btphenylmethyl- 
pyrazoles, biphenylmethyl-1,2,3-triazoles and biphenylmethyl 4-substituted-4H-1,2,4-triazoles, including the 

45 compound S.S-dibutyl^K^-carboxybiphenyl^-ylJmethylHH-l^^-triazole. U.S. Patent No. 4,880,804 to 
Carini et al describes a family of biphenylmethylbenzimidazole compounds as angiotensin II receptor 
blockers for use in treatment of hypertension and congestive heart failure. 

There are several families of known compounds having one or two oxo substituents on a triazole ring. 
For example, East German Patent No. 160,447 published 3 August 1983 describes a family of 1,2,4- 

50 triazolin-5-one compounds, specifically 2,4-dihydro-4,5-bis(phenylmethyl)-3H-1,2,4-triazol-3-one, for use as 
herbicides. Belgian Patent No. 806,146 published 16 October 1972 describes a family of triazolinone 
compounds, including the compound (3-(4-m-chlorophenyl-1-piperazinyl)-propyl)-3,4-diethyl-1 f 2,4-triazolin-5- 
one, having tranquilizer, hypotensive and analgesic activities. Belgian Patent No. 631,842 published 28 
February 1963 describes a family of 1 ,2,4-triazolones having hypnotic, tranquilizer, narcotic, sedative and 

55 analgetic activities, which includes a class of 4-N-aralkyl-1 ,2,4-triazol-5-one compounds. EP #7,180 pub- 
lished 15 June 1978 describes a family of 1,2-disubstituted-4-alkyl-1,2,4-triazolidine-3,5-dione compounds 
having a wide variety of activities, such as antiulcer, bronchodilator, antifertility and cardiovascular-related 
activities which include antihypertensive, antiarrhythmic, platelet aggregation inhibition and smooth muscle 
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activities. EP #283,310 published 18 March 1987 describes a family of N^iarylmethyhN^aminoalkyhdiaza- 
heterocyclic derivatives for treating cerebral vascular and ischemic diseases and for protecting against 

5 DESCRIPTION OF THE INVENTION 

A class of N-substituted arylheteroarylalkyl imidazol-2-one compounds useful in treating circulatory 
disorders, particularly cardiovascular disorders, is defined by Formula I: 
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wherein m is a number selected from one to four, inclusive; 

^Z^HiZ ' S i selec J ed 1 frf m hydroxyalkyl, haloalkyi, cycloalkyl, cycloalkylalkyl. formyl, thienylalkyl, 

phenylalM, polycycloalkyl, polycycloalkylalkyl. phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl 
cycloalkenyla^kyl, aroyl, alkoxyalkyl, alkylcarbonyl, alkylcarbonylalkyl, cycloalkylcarbonyl, cycloalkylalkylcar- 
S* aM ^ yl ' alkoxycarbonyl, alkenyl, cycloalkenyl, aralkoxycarbonyl, alkynyl. alkylthiocarbonyl 
alkylth.c*,ocarbonyl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl. alkylthiocarbonyl. alkylsul- 
finyl alkylsulfonyl. aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl. arylsulfonyl, heteroaryl having one or more 
nng atoms selected from oxygen, sulfur and nitrogen atoms, and amido radicals of the formula 




wherein X is oxygen atom or sulfur atom; 

S^TinT*! ° f . R, LT d iS ^e^eMy se,ecte ° «™ hydrido, alkyl, cycloalkyl, cyano. amino, 
monoalkylamino, dialkylamino. hydroxyalkyl, cycloalkylalkyl. alkoxyalkyl. aralkyl and aryl. and wherein R'* 
and R taken together may form a heterocyclic group having five to seven ring members including the 
nitrogen atom of said amido radical and which heterocyclic group may further contain one or more hetero 
atoms as nng members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic groub mav 
be saturated or partially unsaturated; wherein each of R« and FT* taken together may form an aromatic 
heterocyclic group having five ring members including the nitrogen atom of said amido radical and which 
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aromatic heterocyclic group may further contain one or more additional nitrogen atoms; 
wherein each of R° and R 2 through R 11 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, 
halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl, 
phenylalkyl, poly cycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl. cycloalkenyl, 
cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkylcar- 
bonylalkyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, carboxyl, carboxyalkyl, alkylcar- 
bonyloxy, alkylcarbonyloxyalkyl, alkoxy carbonylalky I, aralkoxycarbonylalkyl, aralkylcarbonyloxyalkyl, mer- 
captocarbonyl, mercaptothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloal- 
kylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, alkylthiothiocar- 
bonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcarbonylthio, arylthiocarbonyloxy, arylthiocar- 
bonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkylthio, aralkylthiocarbonyl, aralkylcarbonylthio, 
aralkylthiocarbonyloxy, aralkylthiocarbonylthio, alkylthiocarbonyl, aralkylthiocarbonylthio, mercapto, alkylsul- 
finyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, 
heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein 
each of said heteroaryl- and cyclohetero-containing groups has one or more ring atoms selected from 
oxygen, sulfur and nitrogen atoms, and wherein each of R° and R 2 through R 11 may be further indepen- 
dently selected from amino and amido radicals of the formula 
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wherein X is oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R u through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 14 
and R 15 taken together, R 16 and R 17 taken together, R 18 and R 19 taken together, R 21 and R 22 taken together 
and R 23 and R 24 taken together may each form a heterocyclic group having five to seven ring members 
including the nitrogen atom of said amino or amido radical and which heterocyclic group may further 
contain one or more hetero atoms as ring members selected from oxygen, nitrogen and sulfur atoms and 
which heterocyclic group may be saturated or partially unsaturated; wherein R 14 and R 15 taken together, 
R 16 and R 17 taken together, R 21 and R 22 taken together and R 23 and R 24 taken together may each form an 
aromatic heterocyclic group having five ring members including the nitrogen atom of said amino or amido 
radical and which aromatic heterocyclic group may further contain one or more additional nitrogen atoms; 
and wherein each of R° and R 3 through R 11 may be further independently selected from hydroxy and acidic 
moieties of the formula 



-Y n A 



50 



55 



wherein n is a number selected from zero through three, inclusive, and wherein A is an acidic group 
selected to contain at least one acidic hydrogen atom, and the amide, ester and salt derivatives of said 
acidic moieties; wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl. 
cycloalkylalkyl, alkenyl, alkynyl, aryl, aralkyl and heteroaryl having one or more ring atoms selected from 
oxygen, sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may be 
substituted by one or more groups independently selected from hydroxy, alkyl, alkenyl, alkynyl, aralkyl, 
hydroxyalkyl, haloalkyl, halo, oxo, alkoxy, aryloxy, aralkoxy, aralkylthio, alkoxyalkyl, cycloalkyl, cycloalkylal- 
kyl, aryl, aroyl, cycloalkenyl, cyano, cyanoamino, nitro, alkylcarbonyloxy, alkoxycarbonyloxy, alkylcarbonyl, 
alkoxycarbonyl, aralkoxy carbony I, carboxyl, mercapto, mercaptocarbonyl, alkylthio, arylthio, alkylthiocar- 
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bonyl. aJkylsulfinyl, alkylsulfonyl, haloalkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsulfonyl 

^r," rin9 310,7,8 S6leCted fr ° m oxy9en - su,fur 3,1(1 nitr °9 en ato ™. and amino and 
amido radicals of the formula 



" 27 / R I 

-C-R , -N. „ and -NC-R 30 

R I 

R 31 



X 1 i S ,° Xy9 1 en ,. at ? m ° r SU ' fUr at ° m: Wherein each of R2? throu 9 h R3 ' is independently selected from 
hydndo, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, DR 32 and 




T'?J! ZT f fr ° m ° Xy9en at ° m a " d SU,fur atom 30(1 R32 is ^"ected from hydride, alkyl. cycloalkyl 
cycloaJky alkyl aralkyl and aryl; wherein each of R 27 , R 2 *. r* rso, r3 i, r33 and R3 * js independently 

hon? .J' 0 " 1 1 ?' a,kyl ' cycloa,k y | - cvano - hydroxyalkyl, haloalkyl. cycloalkylalkyl, alkoxyalkyl, alky'car- 
bonyl alkoxycarbonyl, carboxyl, alkylsulfinyl. alkylsulfonyl. arylsulfinyl. arylsulfonyl. haloalkylsulfinyl haloal- 
25 kylsulfonyl, aralkyl and aryl. and wherein each of R 27 , R*. r^, R 3o r3 i r33 and R3* fs Ser 
independently selected from amino and amido radicals of the formula 
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wherein X is oxygen atom or sulfur atom; 

° f ,?/ R3S ; T' R3S ' RM and R *° iS selected from hydride, alkyl, cycloalkyl. 

cyano hydroxyalkyl cycloalkylalkyl. alkoxyalkyl. haloalkylsulfinyl. haloalkylsulfonyl. aralkyl and aryl and 
wherein each of R 28 and R* taken together and each of R*> and R31 taken together may form a 

SSf^h^T 1? fiVe t0 $eVe " rin9 memD8rS inc,udin9 * e nitroaen atom of »W ^ino or amido 
radical, wh,ch heterocyclic group may further contain one or more hetero atoms as ring members selected 

from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be saturated or partially 

unsaturated; wherein each of R 2 * and R- taken together and each of R* and R* taken togetne! rna^ form 

an aromatic heterocyclic group having five ring members including the nitrogen atom of said amino or 

amrto radical and which aromatic heterocyclic group may further contain one or more additional nitrogen 

atoms; or a tautomer thereof or a pharmaceutically-acceptable salt thereof 

^rH^Tr I"" 1 !, ° f J 0 '" 11 " 3 ' W0U ' d * USe,U ' in treatin9 a varietv of circulatory disorders, including 
cardiovascular d,sorders. such as hypertension, congestive heart failure and arteriosclerosis, and to treat 
other disorders such as glaucoma. These compounds would also be useful as adjunctive therapies For 
example, compounds of Formula I may be used in combination with other drugs, such as a diuretic, to treat 
hypertension. Also, compounds of Formula I could be used in conjunction with certain surgical procedures 
ELT7 P * ^ 6Se compounds 0011,(1 06 used t<> P™ent post-angioplasty re-stenosis. Compounds of 
Formula I are therapeutically effective in treatment of cardiovascular disorders by acting as antagonists to 
or blockers of the angiotensin II (All) receptor. Compounds of Formula I would be therapeutically effective 
in treatment of the above-mentioned circulatory and cardiovascular disorders or would be precursors to or 
prodrugs of, therapeutically-effective compounds. 

The phrase "acidic group selected to contain at least one acidic hydrogen atom", as used to define the 
-Y n Amo.ety. is intended to embrace chemical groups which, when attached to any of the R° and R* through 
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R 11 positions of Formula I, confers acidic character to the compound of Formula I. "Acidic character" means 
proton-donor capability, that is, the capacity of the compound of Formula I to be a proton donor in the 
presence of a proton-receiving substance such as water. Typically, the acidic group should be selected to 
have proton-donor capability such that the product compound of Formula I has a pKa in a range from about 
one to about twelve. More typically, the Formula I compound would have a pKa in a range from about two to 
about seven. An example of an acidic group containing at least one acidic hydrogen atom is carboxyl group 
(-COOH). Where n is zero and A is -COOH, in the -Y n Amoiety, such carboxyl group would be attached 
directly to one of the R° and R 3 through R 11 positions. The Formula I compound may have one -Y n A moiety 
attached at one of the R 3 through R 11 positions, or may have a plurality of such -Y n Amoieties attached at 
more than one of the R° and R 3 through R 11 positions, up to a maximum of ten such -Y n A moieties. There 
are many examples of acidic groups other than carboxyl group, selectable to contain at least one acidic 
hydrogen atom. Such other acidic groups may be collectively referred to as "bioisosteres of carboxylic 
acid" or referred to as "acidic bioisosteres". Specific examples of such acidic bioisosteres are described 
hereinafter. Compounds of Formula I having the -Y n A moiety attached at one of positions R°, R 5 , R 6 , R 8 
and R 9 would be expected to have preferred properties, while attachment at R 5 or R 9 would be more 
preferred. Compounds of Formula I having the -Y n A moiety attached at one of positions R 5 , R 6 , R 8 and R 9 
would be expected to have preferred properties, while attachment at R 5 or R 9 would be more preferred. 
Compounds of Formula I may have one or more acidic protons and, therefore, may have one or more pKa 
values. It is preferred, however, that at least one of these pKa values of the Formula I compound as 
conferred by the -Y n A moiety be in a range from about two to about seven. The -Y n A moiety may be 
attached to one of the R 3 through R 11 positions through any portion of the -Y n A moiety which results in a 
Formula I compound being relatively stable and also having a labile or acidic proton to meet the foregoing 
pKa criteria. For example, where the -Y„A acid moiety is tetrazole, the tetrazole is attached at the ring 
carbon tetrazole atom. 

A preferred class of compounds consists of those compounds of Formula I wherein m is one; wherein 
R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, 
polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloal- 
kenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, 
alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, alkyithiocarbonyl, arylthiocarbonyl, aryl- 
thiothiocarbonyl, aralkylthiocarbonyl, alkylsulfonyl, aralkylsulfonyl, arylsulfonyl, heteroaryl having one or 
more ring atoms selected from oxygen, sulfur and nitrogen atoms, and amido radicals of the formula 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 
wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl, phenylalkyl, 
polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloal- 
kenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, 
alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, alkylcarbonyloxy, alkylcar- 
bonyloxyalkyl, alkoxycarbonylalkyl, aralkoxy carbonylalky I, aralkylcarbonyloxyalkyl, mercaptocarbonyl, mer- 
captothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloalkylalkylthio, alkyi- 
thiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, alkylthiothiocarbonyl, alkyl- 
thiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcarbonylthio, arylthiocarbonyloxy, arylthiocarbonylthio, 
arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkylthio, aralkylthiocarbonyl, aralkylcarbonylthio, aralkyl- 
thiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, 
alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, 
heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein 
each of said heteroaryl- and cycloheteroalkyl-containing groups has one or more hetero ring atoms selected 
from oxygen, sulfur and nitrogen atoms, and wherein each of R° and R 2 through R 11 may be further 
independently selected from amino and amido radicals of the formula 
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wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R u through is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino 
monoalkylamino, dialkylamino, hydroxyalkyl. cycloalkylalkyl, alkoxyalkyl, araikyl and aryl; 
wherein each of R3 through R 11 is independently selected from hydrido, hydroxy, alkyl! hydroxyalkyl halo 
haloalkyl, cycloalkyl, cycloalkylalkyl, alkoxy, araikyl, aryl, aroyl. aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl' 
alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyi, cyano. nitro. carboxyl. alkylcarbonyloxy mer- 
captocarbonyl, mercaptothiocarbonyl, alkoxycarbonyloxy, alkylthio, alkylthiocarbonyl, alkylcarbonylthio al- 
kylthiocarbonyloxy, alkytthiocarbonylthio, alkylthiothiocarbonyl, arylthio, arylthiocarbonyl, arylcarbonylthio 
arylthiocarbonyloxy, arylthiothiocarbonyl. aralkylthio, aralkylthiocarbonyl, aralkylcarbonylthio, aralkylthiocar- 
bonyloxy, aralkylthiocarbonylthio. aralkylthiocarbonyl. aralkylthiocarbonylthio. mercapto. altylsulfonyl aral- 
kylsulfonyl and arylsulfonyl. and amino and amido radicals of the formula 



40 



45 



50 




I/ rU ' f „ 

_ CN and -NC-R 18 

35 wherein X is oxygen atom or sulfur atom; 

wherein each of R", R« R*. Ri7 f R is and R ia is independently selected from hydrido, alkyl, cycloalkyl 
cyano. hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, araikyl and aryl; 

and wherein each of R° and R* through R" may be further independently selected from acidic moieties of 
the formula 



-Y n A 

wherein n is a number selected from zero through three, inclusive; wherein A is an acidic group selected 
from acids containing one or more atoms selected from oxygen, sulfur, phosphorus and nitrogen atoms and 
wherein said acidic group is selected to contain at least one acidic hydrogen atom, and the amide ester 
and salt derivatives, of said acidic moieties; wherein Y is a spacer group independently selected from one or 
more of alkyl, cycloalkyl, cycloalkylalkyl, alkenyl, alkynyl, aryl, araikyl and heteroaryl having one or more 
ring atoms selected from oxygen, sulfur and nitrogen atoms; 

and wherein any of the foregoing BP through R 26 , Y and A groups having a substitutable position may be 
substituted by one or more groups independently selected from hydroxy, alkyl, alkenyl, araikyl, hydroxyal- 
kyl, halo, haloalkyl, oxo, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, carboxyl 
cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, araikyl, mercaptocarbonyl, alkylthio and aJkylthiocarbonyl' 
and amino and amido radicals of the formula 



55 
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h R 28 X 

-C-R 27 , "N^ _ and -NC-R 30 



•R 29 



wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected from 
hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, and DR 32 and 




wherein D is selected from oxygen atom and sulfur atom, and R 32 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , R 30 , R 3 \ R33 and R 34 is 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkanoyl, alkoxycarbonyl, carboxyl, haloalkylsulfinyl, haloalkylsulfonyl, araJkyl and aryl; 
or a tautomer thereof or a pharmaceutically-acceptable salt thereof. : 

A more preferred class of compounds consists of those compounds of Formula I wherein m is one; 
wherein R 1 is selected from alkyl. hydroxyalkyl. haloalkyl. cycloalkyl, cycloalkylalkyl. thienylalkyl, phenylal- 
kyl, polycycloalkyl. polycycloalkylalkyl, phenyl, halophenyl. alkylphenyl. alkoxyphenyl. cycloalkenyl, cycloal- 
kenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, 
alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, alkylsulfonyl. aralkylsulfonyl and arylsulfonyl, 
and amido radicals of the formula 




wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 
wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloaikylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl, phenylalkyl, 
polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloal- 
kenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, 
alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, alkylcarbonyloxy, mercap- 
tocarbonyl, alkoxy carbonyloxy, alkylcarbonyloxy alky I, alkoxycarbonylaJkyl, aralkoxy carbonylalky I, aralkylcar- 
bonyloxyalkyl, alkylthio, cycloalkylthio, cycloaikylalkylthio, arylthio, aralkylthio, aralkylthiocarbonylthio, mer- 
capto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsulfonyl, phthalimido, 
phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroalkylalkyl and cycloheteroalklylcar- 
bonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl-containing groups has one or more hetero 
ring atoms selected from oxygen, sulfur and nitrogen atoms, and wherein each of R° and R 2 may be further 
independently selected from amino and amido radicals of the formula 
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HCHfa N 



R 14 



,15 



II X 



-(CHjfeCN, 



R 16 

R 17 



X 

-<CH2)s- NC-R 18 
R 19 



10 



R 20 X y 
— (CHj^N- C-N 



► 21 



,22 



II / 

— (CH 2 -^OCN 



.23 



and 



>24 



R 25 X 
I II 

— (CH^N-COR 



26 



75 



20 



wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 1 * through R* is independently selected from hydrido, alkyl. cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl. cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 
wherein each of R3 through R 1 ' is independently selected from hydrido, hydroxy, alkyl! hydroxyalkyl, halo 
haloalkyl, cycloalkyl, alkoxy, aralkyl. aryl. aroyl, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl 
alkenyl, cycloalkenyl, alkynyl. cyano. nftro, carboxyl, alkylcarbonyloxy, mercaptocarbonyl, alkoxycar- 
bonyloxy, alkylthio, arylthio, aralkylthio. mercapto, alkylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amino 
and amido radicals of the formula 



25 



30 



AO 



-N 



R 



14 



,15 



_CN and -NC-R 



,17 



I 



19 



wherein each of R'\ R« R«., R", r« a nd R 19 is independently selected from hydrido, alkyl, cycloalkyl, 
cyano, amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl* 
and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties of 
35 the formula 

*YnA 



wherein n is a number selected from zero through three, inclusive; 

wherein A is selected from carboxylic acid and bioisosteres of carboxylic acid selected from 
-OH, -SH, 



45 



H 
I 

-NR 



35 



W 

II 

-C-WH, 



50 



55 



-S-WH, 



W 
II 

-S-WH, -P-WH, 

« I, 



w 



■36 



W W 
II II 

-P-NH and —P-WH 
I 



3*7 



WR 



38 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of R 35 , 
R 36 , R 37 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkyl- 
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carbonyl, cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 , R 36 , R 37 and R 39 may be further 
independently selected from amino radical of the formula 




wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may form a 
heterocyclic group having five to seven ring members including the nitrogen atom of said amino radical, 
which heterocyclic group may further contain one or more hetero atoms as ring members selected from 
oxygen, nitrogen and sulfur atoms and which heterocyclic group may be saturated or partially unsaturated; 
wherein R 40 and R 41 taken together may form an aromatic heterocyclic group having five ring members 
including the nitrogen atom of said amino radical and which aromatic heterocyclic group may further contain 
one or more hetero atoms as ring atoms selected from oxygen, nitrogen and sulfur atoms; wherein each of 
R 36 and R 37 may be further independently selected from hydroxy, alkoxy, alkylthio, aryloxy, arylthio, 
aralkylthio and aralkoxy; and the amide, ester and salt derivatives of said acidic groups; 
wherein said bioisostere of carbdxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which heterocyclic ring contains at least 
one hetero atom selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a single 
position selected from R 3 through R 11 or may be attached at any two adjacent positions selected from R 3 
through R 11 so as to form a fused-ring system with one of the phenyl rings of Formula I; and the amide, 
ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl. cycloalkylalkyl. 
alkenyl, aryl and aralkyl; 

and wherein any of the foregoing R° through R 26 and R 35 through R 41 , Y and A groups having a 
substitutable position may be substituted by one or more groups independently selected from hydroxy, 
alkyl, alkenyl, aralkyl, hydroxyalkyl, halo, oxo, haloalkyl, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, 
alkoxycarbonyl, carboxyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyi, aryl, aralkyl, mercaptocarbonyl, alkyl- 
thio and alkylthiocarbonyl, and amino and amido radicals of the formula 

X R 28 X 

II 

X 



-C-R 27 , ^ and -NC-R 30 

R 



wherein X is selected from oxygen atom and sulfur atom; 

wherein R 27 is selected from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl and DR 32 and 



•N 




wherein D is selected from oxygen atom and sulfur atom; 

wherein R 32 is selected from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl and aryl; 

wherein each of R 27 , R 28 , R 29 , R 30 , R 31 , R 33 and R 34 is independently selected from hydrido, alkyl, 

cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, alkoxyalkyl, alkanoyl, alkoxycarbonyl, carboxyl, 

haloalkylsulfinyl, haloalkylsulfonyi, aralkyl and aryl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

An even more preferred class of compounds consists of those compounds of Formula I wherein m is 
one; wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, 
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phenylalkyl. polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl 
cycloalkenylalkyl. aroyl. alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcaitoonyl. aralkylcar- 
bonyl alkenyl, cycloalkenyl, alkynyl, mercaptocarbonyl, alkylsulfonyl, aralkylsulfonyl, arylsulfonyl and amido 
radicals of the formula 



w 



0 

II 

-CN 



.12 



,13 



J5 



SO 



25 



wherein each of R« and R'3 is independently selected from hydrido, alkyl, cycloalkyl. cyano amino 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl- 
wherein each of R° and R* is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
ha loalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy. thienylalkyl, phenylalkyl 
polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl. cycloalkenyl cycloaV 
kenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl. alkylcarbonyl. alkoxycarbonvl 
alkenyl. cycloalkenyl. alkynyl. cycloalkynyl, cyano. nitro. carboxyl. carboxyalkyl, alkylcarbonyloxy alkylcar- 
bonyloxyalkyl. alkoxycarbonylalkyl, aralkoxycarbonylalkyl, aralkylcarbonyloxyalkyl. mercaptocarbonyl mer- 
captoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloalkylalkylthio. arylthio. aralkylthio, mercapto 
alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl. arylsulfinyl, arylsulfonyl, phthalimido. phthalimidoal- 
kyl. heteroaryl. heteroarylalkyl. cycloheteroalkyl. cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl 
wherein each of said heteroaryl- and cycloheteroalkyl-containing groups has one or more hetero ring atoms 
selected from oxygen, sulfur and nitrogen atoms, and wherein each of R 2 through R" may be further 
independently selected from amino and amido radicals of the formula 



30 



-(CHzfe N 



,14 



•R 15 



X 

n 

-(CHjftCN. 



»16 



>17 



-^CH^ NCR 18 



,19 



35 



R 2 °x . 
i II X 
-<CH5fcN-C-N 



,21 



► 22 



X y 
II / 



R 23 



>24 



R 25 X 
_(CH5feN-COR 26 



40 



45 



50 



wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive- 

wherein each of R« through R* is independently selected from hydrido, alkyl, cycloalkyl, cyano. amino 

monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl. alkoxyalkyl. aralkyl and aryl- 

wherein each of R3 through R" is independently selected from hydrido. hydroxy, alkyl! hydroxyalkyl halo 

haloalkyl. cycloalkyl. alkoxy. aralkyl. aryl. aroyl. aryloxy, aralkoxy, alkoxyalkyl. alkylcarbonyl. alkoxycarbonyl" 

alkenyl. cycloalkenyl, alkynyl. cyano. nitro, carooxyl, alkylthio, aralkylthio and mercapto- 

and wherein each of R° and R3 through R" may be further independently selected from acidic moieties of 

trie tormula 

-Y n A 



55 



wherein n is a number selected from zero through three, inclusive; wherein A is selected from carboxvlic 
acid and bioisosteres of carboxylic acid selected from 
-OH, -SH, 
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W 



-NR" 



3S 



-C-WH, 



/ 



-S-WH, 




II II 



-S-WH and -P-WH 




wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of R 35 , 
R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcarbonyl, 
cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 and R 39 may be further independently 
selected from amino radical of the formula 



wherein each of R*° and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloaJkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R* 1 taken together may form a 
heterocyclic group having five to seven ring members including the nitrogen atom of said amino radical, 
which heterocyclic group may further contain one or more hetero atoms as ring members selected from 
oxygen, nitrogen and sulfur atoms, and which heterocyclic group may be saturated or partially unsaturated; 
wherein R 40 and R 41 taken together may form an aromatic heterocyclic group having five ring members 
including the nitrogen atom of said amino radical and which aromatic heterocyclic group may further contain 
one or more hetero atoms as ring atoms selected from oxygen, nitrogen and sulfur atoms; and the amide, 
ester and salt derivatives of said acidic groups; wherein said bioisostere of carboxylic acid may be further 
selected from heterocyclic acidic groups consisting of heterocyclic rings of four to about nine ring 
members, which ring contains at least one hetero atom, selected from oxygen, sulfur and nitrogen atoms, 
which heterocyclic ring may be saturated, fully unsaturated or partially unsaturated, and which heterocyclic 
ring may be attached at a single position selected from R 3 through R 11 or may be attached at any two 
adjacent positions selected from R 3 through R 11 so as to form a f used-ring system with one of the phenyl 
rings of Formula I; and the amide, ester and salt derivatives of said heterocyclic acidic groups; 
wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylalkyl, 
alkenyl, aryl and aralkyl; 

wherein each of R° through R 26 , R 35 and R 38 through R 41 , Y and A independently may be substituted at 
any substitutable position with one or more groups selected from alkyl, hydroxy, halo, oxo, haloalkyl, 
alkoxycarbonyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, alkoxy, aryloxy and aralkoxy; 
or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A highly preferred class of compounds within Formula I consists of those compounds wherein m is one; 
wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylal- 
kyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloal- 
kenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, 
alkenyl, alkynyl, alkylsulfonyl, aralkylsulfonyl, arylsulfonyl and amido radicals of the formula 



R 



,40 





12 



13 
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10 



wherein each of R' 2 and R'3 ls independently selected from hydrido. alkyl. cycloalkyl cvano amino 
hydroxyalkyl. alkoxyalkyl. phenalkyl and phenyl; cycioaiKyi, cyano. amino. 

teH!l n i eaCh , °LT T 2 iS inde P end8nt, y setec *d from hydrido. alkyl. hydroxyalkyl. formy. halo 
haloalkyl. cycloalkyl. cycloalkylalkyl. cycloalkylhaloalkyl. cycloalkylcarbonyl. alkoxy. thienylaiky. pZylaZ' 
po.ycycloa.ky.. po.ycyc.oa.kyla.ky.. phenyl, ha.ophenyl. alky.phenyl, a.koxypheny., cy^J^^T^SS: 

oxf^ PhanalMoxyTheny^io^henaT^ 
S £ alk y |carbon y'- alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl. cyano. nitro carboxyl 

carboxyalky. alky.carbony.oxy, alkylcarbony.oxya.kyl. a.koxycarbonyla.ky.. araTko^caLn^kyrarXS: 

^Tl^y^ r ^Tt merCaPt0aikyl ' a,k °*y~*°ny.oxy. ^'thio. cyctoa.ky.thio. ScZ^t- 
th,o Phtha.,m,do, phthal.m.doalkyl, heteroaryl. heteroarylalkyl. cycloheteroalkyl. cycloheteroalkylalkyl and 

ZeTZ^ , f arb0ny,a,, 7 , Wherein 6aCh ° f heteroar V'- and cydoheteLky. containing g oX Tas 

and R Z1E £ Trr'T fr ° m OXy9en ' SU,fur and " itr °9 en atoms ' — " he ™" «^h of ro 
and R through R" may be further mdependently selected from amino and amido radicals of the formula 



75 




X / RlS (J 
-(CH^ jf . ^ch^CN , -(CHjfe- NC-R 18 

R ^" if 

? 20 H ^/ R21 X R 23 r25x 

^R 22 

wherein X is selected from oxygen atom and sulfur atom; 
wherein each n is a number independently selected from' zero to six. inclusive- 

wherem each of R3 through R« is independently selected from hydrido. hydroxy, alkyl. hydroxyalkyl halo 

T^'^V^' Phenalky '' P" e "y'- benzoy.. phenoxy. phena.ky.oxy a.^^ 

alkoxycarbonyl. alkenyl, cyano, nitro. carboxyl, alkylthio and mercapto- aixyicaroonyi, 

^for^T ^ ° f R ° ^ ^ thrOU9h R " be fUrther inde P e " d «"t'y Elected from acidic moieties of 
-Y„A 

HIES ° '? 3 number t se,ected from »*o through two. inclusive; wherein A is selected from carboxylic acid 
and bioisosteres of carboxylic acid selected from ^ooxync acia 

-OH, -SH, 

H W 

1 35 « 
-NR , -C-WH, 

-S-WH, 



30 



35 



40 



45 



50 

W W 

II II 

-S-WH and -P-WH 
» I ^ 

wherein each W is independently selected from oxygen atom, sulfur atom and NR*- wherein each of R 35 , 
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R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcarbonyl, 
cycloalkyl, phenyl and benzyl; wherein each of R 35 and R 39 may be further independently selected from 
amino radical of the formula 



-N 



s40 



^41 



10 



15 



20 



25 



30 



35 



40 



wherein each of R*° and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, aikoxyalkyl, benzyl and phenyl; and the amide, ester and salt derivatives of said acidic groups; 
wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting 6f heterocyclic rings of four to about nine ring members, which ring contains at least one hetero 
atom, selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be saturated, fully 
unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a single position 
selected from R 3 through R 11 or may be attached at any two adjacent positions selected from R 3 through 
R 11 so as to form a f used-ring system with one of the phenyl rings of Formula I; and the amide, ester and 
salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylalkyl, 
alkenyl, phenyl, phenalkyl and aralkyl; 

wherein each of R° through R 26 , R 35 and R 38 through R 4 \ Y and A and independently may be substituted 
at any substitutable position with one or more groups selected from alkyl. cycloalkyl, cycloalkylalkyl, 
hydroxy, halo, oxo, haloalkyl, alkoxycarbonyl. cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, 
alkoxy, aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

An even more highly preferred class of compounds consists of those compounds of Formula I wherein 
m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, 
phenylalkyl, poly cycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, 
cycloalkenylalkyl, benzoyl, aikoxyalkyl, alkylcarbonyl, alkoxycarbonyl, cycloalkylcarbonyl, cycloalkylalkylcar- 
bonyl, aralkylcarbonyl, alkenyl and alkynyl; 

where each of R° and R 2 is independently selected from hydrido, alkyl, aminoalkyl, hydroxyalkyl, formyl, 
halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl. alkoxy, thienylalkyl, 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, 
cycloalkenylalkyl, aralkylhaloalkyl, benzoyl, phenoxy, phenoxyalkyl, phenalkyloxy, phenylthio, phenalkylthio, 
aralkoxy, aikoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, carboxyl, carbox- 
yalkyl, alkylcarbonyl, alkylcarbonyloxy, mercaptoalkyl, mercaptocarbonyl, alkoxycarbonyloxy, alkylcar- 
bonyloxyalkyl, alkoxycarbonylalkyl, aralkoxycarbonylalkyl, aralkylcarbonyloxyalkyl, phthalimido, 
phthalimidoalkyl, imidazoalkyl, tetrazole, tetrazolealkyl, alkylthio, cycloalkylthio, cycloalkylalkylthio, and ami- 
no and amido radicals of the formula 



45 



50 



-iCHj^ N 



,14 




R 2 °X y 

-<CH^N- C-N 



► 22 




X ,\ 
II / 
-(CH 2 -#DCN 



,23 



-{CHjfr NC-R 18 
R 19 



and 



>24 



R 25 X 
I II 

— (CHj^-COR 



26 



55 wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R u through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
hydroxyalkyl, aikoxyalkyl, phenalkyl and phenyl; 
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wherein each of R=> through R 11 is independently selected from hydrido. hydroxy, alkyl, hydroxyalkyl halo 
haloalkyl, alkoxy. phenyl, benzoyl, phenoxy. alkoxyalkyl. acetyl, alkoxycarbonyl. alkenyl. cyano nitro' 
carboxyl. alkylthio and mercapto; 

and wherein each of R° and R3 through R" may be further independently selected from acidic moieties 
cons.st.ng of CCfeH, CO2CH3. SH. CH 2 SH. C^SH, POaffc. NHSCfcCFa, NHSCfcCsFs, SO3H CONHNffc 
CONHNHSO2CF3, CONHOCH3. CONHOCaHs. CONHCF3, OH. CH 2 OH. C.H.OH. OpSk, OSO3H 



10 



15 



20 



25 



30 



35 



40 




45 



wherem each of R«, R" and R« is independently selected from H. CI. CN. NO,. CF 3 , C2F5, C 3 F 7 , CHF 2 . 
CH 2 F, COaCH^COz^Hs. SOzCHa. SOaCFa and SCfcCsFs; wherein Z is selected from O. S. NR* 5 and 
CH 2 ; wherem R« is selected from hydrido. CH 3 and CHaQHs; and wherein said acidic moiety may be a 
heterocyclic acid.c group attached at any two adjacent positions of R 3 through R" so as to form a fused 
nng system with one of the phenyl rings of the biphenyl moiety of Formula I, said biphenyl fused rina 
system selected from 



50 



65 
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5 



10 



15 



20 



25 




and the esters, amides and salts of said acidic moieties; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A class of compounds of particular interest consists of those compounds of Formula I wherein m is one; 
wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n- 

35 pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, 
cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl! 
thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl! 

40 dichlorophenyl, fluorophenyl, difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, pro- 
pylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl, benzoyl, 1-oxo- 
2-phenethyl, 1-oxoethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl, 2-butenyl, 3-butenyl, 2-butynyl, 3-butynyl and 
2-hydroxybutyl; wherein R° is selected from hydrido, CUhMn), CH 3 CH 2 CH =CH, C 3 H 7 (n), SC3H7, 



50 



C2H5, C5Hn(n), C6H 13 (n), SC4H 9 , 

55 

£>— CH 2 S / 
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^^"-^^C^CNzCH-CH-. amino ' ^'nomethyl, aminoethyl, aminopropyl, CH 2 OH, CKfeOCOCHa 
CHaCI, CH2OCH3, CH 2 OCH<CH 3 )2, CHO, "2w,won3, 
CH2CO2H, CH(CH 3 )C02H f NO2. a, 

N-N 



70 



— CH 2 — ^ ,N 
N 
I 

H , 



-CH 2 CXXX)H 2 CH 2 — , 

-COzCHs, -CONH2, -CONHCH3, CON(CH 3 )2, -CHa-NHCOzCzHs, 
20 -CH 2 NHC0 2 — 

"S 2 ^^ CH3 '" CH2NHC02C3H7> -C^NHCaCH^CHsh. -C^NHCO^H,. CH.NHCO.-adamantyl 
-CHzNHCC^-d-napthyl), -CH 2 NHCONHCH 3 . -C^NHCONHCzHs. -CH 2 NHCONHC3H7. -CH 2 NHCONHC*Hs 
25 -C^NHCONHCH^Hah.-CHzNHCONHd-napthyD.-CHzNHCONHd-adamantyl). ounhuiHs. 

-CH 2 CH 2-CO — r/ *Q f -CH 2 CH 2 CO-r/^, 

30 

^ J H2 ™ CH2C02H ' - CH2CH2F - -CH 2 OCONHCH 3 , -CH 2 OCSNHCH 3 , -CHaNHCSOCaHz. -CH2CH 2 CH 2 F, - 



35 O 

-CH 2 

O 

40 

-CHzSH, 



45 



-CHgO 



-<o>. 



CI. NO2, CF 3 , CH 2 0H, Br, F, I, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl n- 
pentyl, isopentyl, neopentyl, phenyl, cyclohexyl, cyclohexylmelhyl, carboxyl, formyl. 1-oxoethyl l^ox- 
opropyl, 1-oxobutyl, 1-oxopentyl, dimethoxymethyl, 1,1-dimethoxypropyl, 1.1-dimethoxypentyl, hydroxyalkyl 
so halo, 1-oxo-2-phenylethyl, 1-oxo-2-cyclohexylethyl, 1 .1 -difluoro-2-phenylethyl, monofluoromethyl 1 1- 
difluoro-2-cyclohexylethyl, 2-cyclohexylethyl. 1,1-difluoro-3-cyclohexylpropyl, 1,1-dimethoxybutyl' 11- 
difluoroethyl, 1,1-difluoropropyI, 1,1-difluorobutyl, 1,1-difluoropentyl. benzyl. 2-phenylethyl, 1,1-difluoro^3- 
phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 2-butenyl, 3-butenyl 1-butynyl 
2-butynyl, 3-butynyl, difluoromethyl, CCfcH, SH, P0 3 H2, S0 3 H, CONHNH 2 , CONHNHSGs CF 3 OH 
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N — N 



N — 



N 




R 43 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, methox- 
ycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, n-pentyl t isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, 
cyclobutyl, cyclopenty I, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, c^clbpentylethyl, cyclohexylmethyl, cyclohexylethyl. methylbutyl, ethylbutyl, dimethyl- 
butyl, thienylmethyl. thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenyl- 
propyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, 
phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butyl- 
thio and hydroxyalkyl; wherein each of R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R 6 , 
R 8 and R 9 is an acidic group selected from COaH. SH, P0 3 H 2 , S0 3 H, CONHNH 2 , CONHNHS0 2 CF 3 , OH, 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, methox- 
ycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

A class of compounds of more particular interest consists of those compounds of Formula I wherein m 
is one; wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 
4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopen- 
tyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, 
cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl! 
thienylmethyl, thienylethyi, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, 
cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl! 
ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl! 
benzoyl, 1-oxo-2-phenethyl, 1-oxoethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl, 2-butenyl, 3-butenyl, 2- 
butynyl, 3-butynyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, 4-methylbutyl, tert-butyl, n-pentyl, neopentyl, 1-oxoethyl, 1-oxopropyl, 

1- oxobutyl, 1-oxopentyl 1-oxo-2-phenylethyl, 1 -oxo-2-cyclohexy lethy I, 1 ,1-difluoro-2-phenylethyl, 1,1- 
difluoro-2-cyclohexylethyl, 2-cyclohexylethyl, 1,1-difluoro-3-cyclohexylpropyl, fluoro, chloro, mon- 
ofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl, dimethoxymethyl, 1,1-dimethoxy butyl, 1,1- 
difluoroethyl, 1,1-difluoropropyl, 1.1-difluorobutyl, 1,1-difluoropentyl, benzyl, 2-phenylethyl, 1,1-difluoro-3- 
phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 2-butenyl, 3-butenyl, 1-butynyl, 

2- butynyl, 3-butynyl, propylthio, butylthio, CO2H, SH, PO3H2, SO3H, CONHNH2. CONHNHSO2CF3, OH, 



H 



H 



H 
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SO 



H H H 

wherein each of R« and R« is independently selected from chloro, cyano, nitro. trifluoromethyl, methox- 
ycarbonyl and tnfluoromethylsulfonyl; wherein R* is selected from methyl, ethyl, n-propyl, isopropyl n-butvl 
S6C ; ^1, iS ° b , Uty1, tert - but y'- n -P ent y'- isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl' 
eye obutyl, cyclopentyl, cyclohexyl. cyclopropylmethyl. cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl. cyclohexylethyl, methylbutyl, ethylbutyl, dimethyl- 
butyl thienylmethyl, thienylethyl. thienylpropyl. cyclopentenylmethyl, cyclopentenylethyl, cyclopentenyl- 
propyl cydohexenyl, cyclohexenylmethyl. cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl 
phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, elhoxyphenyl methyl- 
phenyl ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl. diethylphenyl, benzyl, propylthio butyl- 
th.o and hydroxyalkyl; wherein each of R3 through R" is hydrido with the proviso that at least one of R* R* 
and R ,s acidic 9 rou P selected from CCfeH, SH, POs^, SO3H, CONHNH2 , CONHNHSO2 CF3 OH ' 



25 



30 



• * H H H 

I I I . 

N — N N— N N^v^ 

■ -A,^-* 42 -"CI 

wherein each .of W and R« is independently selected from chloro, cyano. nitro, trifluoromethyl, methox- 
ycarbonyl and tnfluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A class of compounds of even more particular interest consists of those compounds of Formula I 
3!T, "V s T : „!' h ^ ein R1 is selected from meth y'. ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl 
tertbutyl. 4-methylbuty I n-pentyl. isopentyl. neopentyl. phenyl, benzyl, phenethyl. cyclopropyl. cyclobutyl 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl. cyclobutylethyl. cyclopen- 
tylmethyN cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl cyclohexanoyl, methylbutyl, ethylbutyl 
^methylbutyl, th.enylmethyl. thienylethyl, thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl. cyclopen- 
tenylpropyl. cydohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adaman- 
tylethyl phenyl chlorophenyl, dichlorophenyl. fluorophenyl, difluorophenyl, methoxyphenyl. ethoxyphenyl 
methylphenyl. ethylphenyl. propylphenyl. isopropylphenyl. dimethylphenyl. diethylphenyl. benzyl. 1-oxo-2- 
cyclohexylethyl, benzoyl. 1-oxo-2-phenethyl, 1-oxopropyl. 1-oxobutyl, 1-oxopentyl and 2-hydroxybuty|- 

TTZZ ,$ eCted fr ° m hydrid °' methyl - eth V. WPyl. isopropyl, n-butyl, sec-butyl, isobutyl, 4^ 
methylbutyl^ n-pentyl, 1-oxo-2-phenylethyl, 1-oxo-2^yclohexylethyl, fluoro. chloro. monofluoromethyl 
difluoromethyl, trifluoromethyl. formyl. carboxyl. dimethoxymethyl. 1.1-difluoro-2-phenylethyl. 1 1 -difluoro-2- 
cyctohexyletJiy. 2-cyclohexy.ethyl, 1 .1 -difluoro-3-cyclohexylpropyl. dimethoxymethyl, 1,1-dimethoxybutyl 
1,1-d.fluoroethyl. 1,1-difluoropropyl, l.lKl.fluorobutyl, 1,1-difluoropentyl, benzyl. 2-phenylethyl. 1,1-difluor<> 
3-phenylpropyl, cyclohexylmethyl. cyclohexylethyl. cyclohexanoyl, 1-butenyl, 2-butenyl. 3-butenyl 1- 
butynyl, 2-butynyl, 3-butynyl. propylthio and butylthio; wherein R* is selected from methyl, ethyl, n-propyl 
I^XT ? I f eC - buty '- ******* tert-butyl, n-pentyl. isopentyl. neopentyl. phenyl, benzyl, phenethyl.' 
2E5 ^^K? . Uty > ^P 6 "^ 1 ' cyclohexyl. cyclopropylmethyl. cyclopropylethyl. cyclobutylmethyl. 
cyclobutylethyl. cyclopentylmethyl. cyclopentylethyl. cyclohexylmethyl. cyclohexylethyl. methylbutyl ethyl- 
butyl. d.methylbutyl. thienylmethyl. thienylethyl. thienylpropyl. cydopentenylmethyl, cyclopentenylethyl 
55 cyclopentenylpropyl, cydohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl. adamanty| meth y|' 
adamantylethyl. phenyl, chlorophenyl. dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethox- 
ST£ " y ' eth y , P hen y | ' P">pylphenyl, isopropylphenyl. dimethylphenyl. diethylphenyl, benzyl 

propylth 10 , butylth,o and hydroxyalkyl; wherein each of R* R«, R<, R', r*. r.o ^ Rn , is nydrjdo; 
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one of R 5 and R 9 is hydrido and the other of R 5 and R 9 is an acidic group selected from COOH, SH t 
PO3H2, SO3H, CONHNH2, CONHNHSO2CF3, OH. 



H H H 

N-N N-N N^/ 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, methox- 
ycarbonyl and trifluoromethylsultonyl; 

or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

A class of compounds of even more particular interest consists of those compounds of Formula I 
wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, 
tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopen- 
tylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyi, 
dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopen- 
tenylpropyf, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adaman- 
tylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxy phenyl, ethoxyphenyl, 
methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobufyi, 1-oxopentyl and 2-hydroxy butyl; 
wherein R° is selected from hydrido, methyl, fluoro, chloro, monofluoromethyl, difluoromethyl, 
trifluoromethyl, formyl, carboxyl and di methoxy methyl; wherein R 2 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethyl- 
butyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, 
cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, 
adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethox- 
yphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 
propylthio, butylthio and hydroxyalkyl; wherein each of R 3 , R 4 , R 6 , R 7 , R 8 , R 10 and R 11 is hydrido; with the 
proviso that at least one of R 5 and R 9 must be selected from COOH, SH, P0 3 H 2 . S0 3 H, CONHNH 2 
CONHNHSO2CF3, OH, 




wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, methox- 
ycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A class of compounds of even greater particular interest consists of those compounds of Formula I 
wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, 
tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopen- 
tylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl cyclohexanoyl, methylbutyl, ethylbutyi, 
dimethylbutyl, thienylmethyl, thienylethyl. thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopen- 
tenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adaman- 
tylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, 
methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; 
wherein R° is selected from hydrido, methyl, fluoro, chloro, monofluoromethyl, difluoromethyl, 
trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is selected from methyl, ethyl, n-propyl, 
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isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl. phenyl, benzyl, phenethyl 
cyclopropyl, cyclobutyl. cyclopentyl. cyclohexyl. cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl' 
cyctobutylethyl. cyclopenfylmethyl. cyclopentylethyl. cyclohexylmethyl. cyclohexylethyl. methylbutyl ethyl- 
butyl, d.methylbutyl. thienylmethyl. thienylethyl. thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl 
cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl. cyclohexenylethyl. adamantyl. adamantylmethyl' 
adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl ethox- 
yphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl benzyl 
propylthio. butyWiio and hydroxyalkyl; wherein each of IV, R*. rs, R 7, rs, r ,o md R „ js hydrido; wherein 
one of R and R» is hydrido and the other of R 5 and R 9 is an acidic group selected from CCfcH and 



H 
I 

N— N 



75 



N 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

Within Formula I there is a sub-class of compounds of high interest as represented by Formula II: 



R° \ 




5 „ 3 N-CH ? % (s ,> (n) 



R 2 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl. tert-butyl 4- 
methylbutyl, n-pentyl. isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl. cyclopentyl 
cycohexyl. cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyctobutylethyl, cyclopentylmethyl' 
cyclopentylethyl. cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutvl' 
thienylmethyl, thienylethyl. thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl" 
cyclohexenyl, cyclohexenylmethyl. cyclohexenylethyl. adamantyl, adamantylmethyl. adamantylethyl phenyl' 
chlorophenyl. dichlorophenyl, fluorophenyl. difluorophenyl. methoxyphenyl. ethoxyphenyl, methylphenyl' 
ethylphenyl, propylphenyl, isopropylphenyl. dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl' 
benzoyl 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is se^ 
tected from hydndo, methyl, fluoro, chloro, monofiuoromethyl, difluoromethyl, trifluoromethyl, formyl car- 
boxyl and dimethoxymethyl; wherein R* is selected from methyl, ethyl, n-propyl, isopropyl. n-butyl,' sec- 
Dutyi, isobutyl, tert-butyl, n-pentyl. isopentyl. neopentyl. phenyl, benzyl, phenethyl, cyclopropyl cyclobutyl 
cyclopentyl, cyclohexyl, cyclopropylmethyl. cyclopropylethyl, cyclobutylmethyl, cyctobutylethyl, cyclopen- 
tylmethyl cyclopentylethyl. cyclohexylmethyl. cyclohexylethyl, methylbutyl. ethylbutyl. dimethylbutyl 
ttuenylmethy . thienylethyl. thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl. cyclopentenylpropyl' 
cyclohexenyl. cyctohexenylmethyl, cyclohexenylethyl. adamantyl. adamantylmethyl, adamantylethyl phenyl' 
chlorophenyl. dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl' 
ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R* is an 
acidic group selected from CO2H and 



50 



H 

I 

55 N 



IN 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

Within Formula II there is a more preferred sub-class of compounds of high interest wherein R 1 is 
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selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n- 
pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, 
cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl] 
cyclohexylmethyl. cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl] 
thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl! 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, pro- 
pylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyI, benzoyl, 1-oxo- 
2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, 
cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl! 
cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopen- 
tenylmethyl, cyclopentenylethyl,%y c clopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl! 
difluorophenyl, methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, 
dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group selected from C0 2 H and 



H 
I 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

A family of specific compounds of particular interest within Formula II consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -methyl-4-propyl-1 ,3-dihydro-3-[[5-[2-{1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
i -ethyl-4-propyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1,4-dipropyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1-isopropyl-4-propyl-1,3-dihydro-3-[[5-[2-{1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -butyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl>2H-imidazol-2-one; 
1 -secbuty!-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -isobutyl-4-propyl-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridi ny l]methyl]-2H-imidazol-2-one; 
1 -tertbutyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -penty l-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1- isopentyl-4-propyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexyl-4-propyM ,3-<jihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexylmethyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -phenyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -phenylmethyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -<2-cyclohexylethyl)-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol- 

2- one; 

1 -(2-phenylethyl)-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1-methyl-4-butyM >dihydro-3-[[5-[2-(lH-tetrazo»-5-yl)phen^^^^ 

1-ethyl-4-butyl-1 ,3-dihydro-3-f[5-[2-(l H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -propyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazoh2-one; 
1-isopropyl-4-butyl-l,3-dihydro-3-[[5-t2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 ,4-dibutyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -secbutyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -isobutyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -tertbutyl-4-butyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -penty l-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylJ-2H-imidazol-2-one; 
1 -cyclohexyl-4-butyl-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinylJmethyl]-2H-imidazol-2-one; 
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1^yclohexylmethyl^biityM,3^ihydr^ 
on©, 

1 ^enyl-4-butyl-1,3-dihydro-3-[[^^ 

1-pheny methyM-butyM .3-dihydrc-3-[[5-[2-(1 H-tetrazol-S-yDphenylh^pyridinyllmethylhaH-imidazoi-a-one 

H2^yclohexylethyl)-4-b U tyM,3Kjihy^ 

on©, 

J-^^I^H-bulyl-l ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl>2-pyridinyl] me fhylh2H-imidazol-2-one 
1 -methyl-4-pentyl-l ,3-dihydro-3-[[5-[2-(1 H-tetra 2 ol-5-yl)phenylh2-pyridinyl]methylh2H-imida 2 ol-2-one- 
1 -ethyl-4-pentyl-l ,3-dihydro-3-[[5-[2-(1 H-tetra 2 ol-5-yl)phenylh2-pyridinyl]methylh2H-imida 2 ol-2-one- ' 

1 -propyl-4-pentyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl>2^ 

2 ^P^Py 1 - 4 ^"^ 1 - 1 .3-dihydro-3-[[5-[2-(1 H-tetra 2 ol-5-yl)phenylh2-pyridinyl]m e thylh2H-imidazol-2-one- 
1 -butyl-4-pentyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl^^ 
1^ecbutyl-4-pentyl-1,3^ihydro-3-n5^ 

1 HSobutyl-4-pentyl-l ,3-dihydro-3-[[5-[2-(1 H-tetra20l-5-yl)phenylh2-pyridinyl]meth y n-2H-imida 2 ol-2-one-' 
1-tertbutyl^pentyl-1,3^ihydro-3-^^ 

1 .4-dipentyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra 2 ol-5-yl)phenylh2-pyridinyl]methyl>2H-imidazol-2-one- 
1 HSopentyM-pentyH .3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl>2H-imidazol-2-one- 
1 -eye ohexyl-4-pentyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-S-yDphenyll^-pyridinyllmethy^H-imidazol^ne- 
l-cyclohexylnr.ethyl-4-pentyl-l .3-dihydrc-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2- P yridinyl]m e thyl]-2H-imidazol-2- 

1 .4- dipentyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-«midazol-2-one- 
1^henylmethyl-4-pentyl-1,3Klihydro-3-[[5-[2-(1H-tetrazol-5-yl)phenyl>2^ 

2ine VC l ° he ' eyieih)fi) ^ pen ^ .^ihydro-3-[[5-[2-(1 H-tetrazol-5- y l)phenylh2-pyridinyl]methyl]-2H-imidazol-' 

H2-phenylethyl)-4-pentyM,3Kiihydr^ 
on©, 

1 .5- dimethyl-4-propyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]me1hylh2H-imidazol-2-one- 
ljJhyM-propyl-5-methyl^ 



20 one 
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30 1 ,4-dipropyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl) P henyl]-2-pyridinyl]m^ 

2^ r ° P yM ^ ropy| - 5 - meth y | - 1 .3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinylJmethyl>2H-imidazol- 
1*utyl-4-propyl-5-methyM^ 

35 1 -secbutyl-4-propyl-5-m©thyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2- 
on©, 

1 -isobutyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[JH2-(1 H-tetrazol-5-yl)pheny lh2-pyridinyl]methylh2H-imidazol-2- 
on©, 

1 -tertbutyl-4-pro P y|-5-meth y H ,3-dihydro-3-[t5-[2-<1 H-tetrazol-5-yl) P henylh2-pyridinylJmeth y lh2H-imida2ol-2- 
40 on©, 

l^ntyl^opyl-S-methyM^^ 

l^^W^opyLSnethyM .3^ihydro-3-[[5-[2-(1 H-tetra2ol-5-yl) P henylh2-pyridinyl]methyl]-2H-imidazol- 

45 1-cyclohexyM-propyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylV2H- 
imidazol-2-one; 

1^yclohe^lmethyl-4-propyl-5-methyl-1.3-dihydro-3-[[5-[2-(1H-tefrazol-5-yl)pheny^ 
imidazol-2-on8; 

1 ^ hen y'^Propyl-^methyM,3Hlihydro 
so on©, 

1-phenylmethyl-4-propyl-5-metJiy|-i,3-dihydro-3-a5-[2-(lH-tetrazol-5-y^ 

1 m iu3zol-2-on6; 

55 iV^dio!-2 y ^ y,H ^ Pr ° Pyl " 5 ^ lethyl 1 ^'hy^o-Sfl^-d H-tetra2ol-5-yl)phenylh2-pyridinyl]methylJ-2H- 

2 • 5 ^ i 7® t |'y , - 4 - b « rt y | - 1 .3-dihydro-3-t[5-[2-<1 H-tetrazol-5-yl)ph e nyl]-2-pyridinyl]methylh2H-imidazol-2-one- 

1 -etnyl-4-butyl-5-methyl-1 .3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imida2ol-2-one; 
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1-propyl-4-butyl-5-methyl~l ,3-dihydro-3-[[5-[2-(lH-tetrazol-5-yl^^ 
one; 

1 -isopropyl-4-butyl-5-methyl-1 ,3-clihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

5 1 ,4~dibutyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyrjdinyl]methyl]-2H-imidazol-2-one; 
1 -secbutyl-4-butyl-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isobutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yI)phenyl]-2-pyridinyl]methyl]-2H-jmidazol-2- 
one; 

w 1-terfoutyl-4~butyl-5-m^ 
one; 

1- pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1H-tetrazo^^^ 
one; 

1 -isopenty l-4-butyl-5-methy 1-1 ,3-dihydf^[[5-^^ 
75 one; 

1 -cyclohexyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyI]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethy l-4-butyl-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

20 1 -phenyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
one; J 

1-phenylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-^ 
25 imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1H-tetrazol-5-yf)phenyl]-2-pyndinyl]methyl]-2H- 
imidazol-2-one; 

1 ,5-dimethyl-4-pentyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2-one; 
1 -ethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2o^5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
30 one; 

1-propyM-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1- isopropyl-4-pentyl-5-methyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol- 

2- one; 

35 1 -butyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)pheny l]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -secbutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isobutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
40 one; 

1 -tertbutyl-4-pentyl-5-methy 1-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methy!]-2H-imidazol-2- 
one; 

1 -phenyl-4-penty l-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra20l-5-yl)phenyl]-2-pyridihyl]methylh2H-imidazol-2- 
one; 

45 1 -isopentyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methy l]-2H-imidazol- 
2-one; 

1 -cyclohexyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imida2ol- 
2-one; 

1-cyclohexylmethyl-4-pentyl-5-methyl-1,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenylJ-2-pyridinyl]methylh2H- 
50 imidazoh2-one; 

1 .4-dipentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2-one; 
1 -phenylmethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-methyl-1 ,3-dihydro-3-[t5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
55 imidazol-2-one; 

1 -(2-phenylethyl)-4-pentyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazoh5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -methyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylJ-2-pyridinyl]methylJ-2H-imidazol-2- 
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one; 

1^thyl^propyl-5^loro-1 ,3^ihyd^ 

1 .4-dipropyl-frchloro-l .3-dihydro-3-[[5-[2-(1 H-tetra20l-5-yl)ph e nylh2-pyridinyl]ni e thylh2H-imida20l-2-one- ' 
^sopropyl^ropyl-5^hloro-1,3^ihydrc>-3^^ 
5 one; 

1*utyl^propyl-5^loro-1,3<lihydro-3-[[5-[2-(1H-tetra20l-5-yl)phenyl>2-pyridinyl]methylh2H-im 

1 ^ecbutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imida20l-2- ' 

one; 

lHSobutyl^propyl-5^loro-1,3^ihydro^^ 
10 one; 

1 -ter*utyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[5-[2-<1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

1^ntyM^ropyl-5^hl 0 roM.3^ihydro-3-^ 
one; 

»5 ^sopentyl^propyl-J^hloro03Kiihydro-3^ 
one; 

1^yclohexyl^ P ropyl-5^hloro-1,3Kim 
2-one; 

1<yc"ohexylmethyl^propyl-5-chloro-1,3^ 
20 imidazol-2-one; 

1^henyl^propyl-5^hloro-1,3^ihydro-^ 
one; 

1 -phenylmethyl-4-propyl-5-chloro-1 .3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)pheny lh2-pyridinyl]methyll-2H- 
imidazol-2-one; 

25 H2^yclohexylethyl)^propyh5^hloro^ 
imidazol-2-one; 

H2-phenylethyl)^propyl-5<hloro-1,3<lihydro-3-[[5-[2-(1H-tetra2ol-5-yl)phenylh2-pyridm^ 
imidazol-2-one; 

1^ethyl^butyl-5K*loro-1,3<lihydro^ 
30 one; 

1^thyl^butyl-5K:hloro-1,3^ 

1^ropyl^butyl-5^loro-1,3<lihydro-3-[[5-[2-(1H-te1ra20l-5-yl)phenyl]-2-pyridinyl]mem 

1 -isopropyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imida20l-2- ' 

35 1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[I!H2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one- 

1^butyl^butyl-5^hloro-1,3^ihydro-3-[[5-[2-(1H-tetrazol-5-yl)phenyl]-2-pyridinyl]me* 
one; 

1 -isobiityl-4-butyl-5^hloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2- 

40 IHertbutyM-butyl-5^^ 
one; 

1^ntyl^utyl-5K*loro-1,3^ihydro-3-t[5-[2-(1H-tetra2ol-5-yl)phenylh2-pyridinyl]^ 

1^opentyl^butyl-5K:hloro-1,3^ihydro^^^^ ' 
one; 

45 22 e ' 0heXyl " 4 " bUty, " 5 ^ hl0r0 " 1 • 3 - dih y dr °-3-[[5-[2-(1 H-tetrazo(-5-yl)phenylh2-pyrid,nylJmethylh2H-imidazol- 

1<yclohexylmethyl^butyf-5-chlo^ 
imidazol-2-one; 

1^henyl^butyh5^hloro-l,3KJihydro-3-a5-[2-(1H-tetrazol-5-yl)phenyl]-2-pyridinyl]m6th 
so one; 

1i>henylmethyl^butyl-5^toro-1 
tmidazol-2-one; 

55 1-(2-phenylethyl)-4-butyl-5K;hloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H- 
imidazol-2-one; 

1 ™thyM-pentyl-5<*loro-1^^ 
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1 -ethyl-4-penty l-5-chloro-1 ,3^dihydro-3-[[5-[2-(l H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -propyl-4~pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)pheny l]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isopropyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
5 one; 

1 -butyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2oI-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -secbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isobutyl-4-penty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methylJ-2H-imidazol-2- 
10 one; 

1 -tertbuty l-4-penty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 ,4-dipentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-<1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1- isopentyl-4-pentyl-5-chloro-1 f 3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2ri-imidazol-2. 
15 one; 

1 -cyclohexy l-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethyl-4-pentyl-5-chloro-1 ,3-dinydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

20 1 -phenyl-4-pentyl-5^hloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
25 imidazol-2-one; and 

1 -(2-phenylethyl)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazoI-5-yl)pheny^2-pyridinyl]methyl]-2H- 
imidazol-2-one. 

A family of specific compounds of more particular interest within Formula II consists of compounds and 

pharmaceutically-acceptable salts thereof as follows: 
30 1 -propyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyM ,3-dihydro-3-[[5-[2-(1 H-tetra2oh5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2-one; 

1-pentyl-4-butyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -isopenty!-4-butyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -cyc!ohexylmethyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(l H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imida2ol-2- 
35 one; 

1 -phenylmethy l-4-buty 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -(2-cyclohexylethy l)-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl>2-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

1 -<2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
40 1 -propyl-4-butyl-5-methyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 ,4-dibuty l-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imida2ol-2-one; 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazoi-2- 
one; 

45 1 -isopenty l-4-buty l-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

1 -cyclohexy lmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra20l-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
so imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-buty l-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl Jmethyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

55 1 -propyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)pheny l]-2-pyridiny l]methy l]-2H-imidazol-2-one; 
1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra20l-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinynmethyl]-2H-imidazol-2- 
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10 



15 



20 



25 



one; 

Within Formula I there is second sub-class of compounds of high interest as represented by Formula III: 

O p5 

R 2 

mSh Z fS S8 tf d ^ methy '' ethyl ' n -P ro Py'- iso R~Py'. ""butyl, sec-butyl, isobutyl. tert-butyl 4- 

c^ohS TT*^ ^ eOP f'!! y ' Ph6ny1, ben2y '- Phenethyl ' "V**"** cyclohe^methyl, cyc.ohexylmyt 
cyclohexanoy. l<,xo-2-c y clohexyleth y l. benzoyl, 1-oxo-2- P henethyl, 1-oxopropyl. 1-oxobuty«. 1-o2peS 
and 2-hydroxybutyl; wherein R° is selected from hydrido. methyl, fluoro ch.oro. no^ofl uoZTtS 
dmuoromethy. mfluoromethyl. formy.. carboxy. and dimethoxymethyl; wherein R* Is select ^m mS' 
teni. nh 0 ^'! 0 ^ 0 ?'; n " bUty '" SeC - bUty '' iS0butyl - tert - but y | - »H«W. isopentyl. neopen™ phenj ' 
^S^KhS*"* CyCl ° heXy,met ^ a " d cvcohexylethy,; wherein R* is an' acTdic^Zp' 

30 H 

I 

N— N 

- 

35 N 

or a tautomer thereof or a pharmaceuticall y -acceptable salt thereof 

oh^rllr? °! SpeCifi ° u com P° unds of Particular interest within Formula III consists of compounds and 
pharmaceutjcally-acceptable salts thereof as follows p ana 

^y^PropyMS^ 
.^pro P yl-1,3^hydro-^ 

H ^ b ^ p py ^ 

^^xy-4-propyl^^^ 
l^henyl^propyM^ 

H2-P"enytethyl)^pro P yM 



40 



45 



50 



55 
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l-methyl-4-butyl-1 f 3-dihydro-3-[[6-[2-(l H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -ethyl-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1 -propyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1 -isopropy l-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
5 1 ,4-dibutyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1-secbutyl-4-butyM,3-dihydro-3-[[6-[2-(1 H-tetrazo!-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazor-2-one; 

1 -i$obutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one; 

1 -tertbutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazoI-5-yl)phenyl]-3-py ridinyl]methyl]-2H-imidazol-2-one; 
w 1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexyl-4-butyI-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexylmethy l-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol«2- 

one; 

1 -phenyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y!)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-oher 
;s 1 -phenylmethyl-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetra2o!-5-yl)phenylJ-3-pyridinyl]methyl]-2H-imidazol-2-one; 
1-(2-cyclohexyletfiyl)-4-butyl-1 ,3-dihydro-3-tt6-[2-(1H-tetrazol-5-y^^ 
one; 

1 -(2-pheny lethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1 -methyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imjda20l-2-one; 
20 1 -ethyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -propy l-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyI]-3-pyridinyl ]methyl]-2H-imidazo1-2-one; 

1 -isopropyl-4-penty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -butyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1-secbutyl-4-pentyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
25 1 -isobutyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1-tertbutyl-4-pentyl-1 >dihydro-3-[[6-[2-(1H-tetrazol-5-yl^^ 

1 ,4-dipentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methy!]-2H-imidazol-2-one; 
1-isopentyl-4-pentyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazo!-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 
30 1 -cyclohexylmethyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl>2H-imida2ol-2- 
one; 

1 -phenyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazof-5-yl)pheny l]-3-pyridinyl]methylh2H-imidazoI-2-one; 
1 -phenylmethyl-4-pentyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 
1-(2-cyclohexylethyl)-4-pentyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 
35 2-one; 

1-(2-phenylethyl)-4-pentyl-1 >dihydro-3-[[6-[2-(1H-tetrazol-5-yl)pte^ 
one; 

1 f 5-dimethyl-4-propyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1- ethyl-4~propyl-5-methyi-1 >dihydro-3-[[6-[2-(1H-tetrazol-5-yl^ 
40 one; 

1 ,4-dipropyl-5-methyl-1 ,3-dihydro-3^^ 

1 -i$opropyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-irnidazol- 

2- one; 

1-butyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
45 one; 

1 -secbutyl-4-propyl-5-methy 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1-isobutyl-4-propyl-5-methy1-1 >dihydro-3-[[6-[2-(lH-tetrazol-5-yl)pte^ 
one; 

so 1 -tertbutyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1-pentyl-4-propyl-5-methyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isopentyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 
55 2-one; 

1 -cyclohexyl-4-propy l-5-methy 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)pheny l]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H- 
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one; 
1 -iso 

75 one; 
1,4-< 
1-se 
one; 
1-is 

20 one 



imidazol-2-one; 

^thyl-^l-5-methy^1.3^ I hydro-3-[[6-[2-(1H-tetrazol-5-y.)ph 
l^opyl-4^^ 

J 'tih^i'tK t?J" 1 ^'^^o-^ttS-^-d H-tetrazoh5-yl)ph^ 

1 -phenyl-4-butyl-5-methyM ,3^hydro-3-t[6-[2-(1 H- telra2 ol-5- y l) P ^^ 
^ ^V'^Penty^ 

1*utyl^penty.-5-methyM,3^ihydro-3-[f6-[2-(1^ 

55 1 ,4-dipentyl-5-methyl-1 ,3^ihydro-3-[[6-[2-(1 H-tetrazol-S-yDphenylhS-pyridinyllmethvl^H-imidazol 2-on« 



so one; 
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2-one; 

1 -cyclohexylmethy l-4-penty!-5-methyl-1 ,3-dihydro-3-[[6-[2-(l H-tetra20l-5-yl)phenyl}-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-phenyl-4-pentyl-5-methyl-1,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyhdinyl]methy!h2H-irnida2ol-2- 
5 one; 

1 -phenylmethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-methy 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

70 1 -(2-phenylethy l)-4-penty l-5-methy 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -methyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

1-ethyl-4-propyl-5-chloro-1,3-dihydro^^ 
75 1 ,4-dipropyl-5-chtoro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazoi-5-y!)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 
1 -isopropyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

1 -butyl-4-propy l-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny^ 

1-secbutyl-4-propyl-5-chloro-1,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2- 
20 one; 

1 -isobutyl-4-propy l-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1-tertbutyl-4-propyl-5-chloro-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

25 1 -pentyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazoI-2- 
one; 

1 -isopentyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-{2-(1 H-tetrazol-5-yl)pheny!h3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -cyclohexyl-4-propyl-5-chioro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 
30 2-one; 

1-cyclohexylmethyl-4-propyl-5-chloro-1 >dihydro-3-[[6-[2-(1H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methylK 
imidazol-2-one; 

1 -phenyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

35 1 -phenylmethyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethy l)-4-propyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-propyl-5-chloro-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
40 imidazo!-2-one; 

1 -methyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra^^ 
one; 

1 - ethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazoI-5-y^ 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazoI-2-one; 
45 1 -isopropy l-4-buty l-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazo!-2- 
one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenyl]-3-pyridinyl]methy!]-2H-imida2ol-2-one; 
1 -secbutyl-4-butyl-5-ch!oro-1 ,3-dihydro-3-[[6-[2-(l H-tetrazo!-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2- 
one; 

so 1 -isobutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imida20l-2- 
one; 

1 -tertbutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
55 1 -isopentyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 

one; 

1 -cyclohexyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylJ-3-pyridinyl]methyl]-2H-imidazol- 

2- one; 
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l^yclohexylmethyl^butyl-S^hloro-l^ 
tmidazol-2-one; 

1 ^henyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-<1 H-tetra^ol-S-yDphenylhS-pyridinylJmethy^H-imidazol-a- 
on©, 

5 il^S-Tine '^ bUty ' ^ Chl ° r0 " 1 • 3 ^ ihydro_3 -H6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 

1 -(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dthydro-3-[[6-[2-(1 H-tetrazol-S-ylJphenylhS-pyridinylJmethyll^H- 
imidazol-2-one; 

1 -<2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-S-yOphenylhS-pyridinyllmethyll^H- 
w imidazol-2-one; 

1 -methyl-4-pentyl-5-chloro-1 .3-dihydro-3-[[6-[2-<1 H-tetrazol-S-yDphenylha-pyridinyllmethylKH-imidazol-^ 
one; 

^thyl-4-pentyl-5-chloro-1,3-dihydrc-3-[^^ 

1 -propyl-4-pentyl-5^hloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra 2 ol-5^) D henylh3-pyridinyl]methyl>2H-imida 2 ol-2- ' 
75 one; 



1 ^sopropyl^entyl-5^hloro-1 ,3^ihydro-3^^^ 
one, 

1 -butyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl}phenyl]-3-pyridinyl]methylh2H-im.da 2 ol-2-one- 
oZ ^ Cbutyl " 4 " penty, - 5 - chlor °- 1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl}-2H-imida2ol-2-' 

^sobutyl-4-pentyl-5-chloro-1,3-dihydro^^^ 
one; 

^-^"^'^"ty'-S-chloro-l ,3-dihydro-3-[[6-[2-(1 H-tetrazol-S-yDphenylj-S-pyridinynmelhyll^H-imidazD!^- 

25 1 ,4-dipentyl-5-chloro-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridi^ 
^s°Pentyh4-pentyl-5-chloro-1,3-dihydr^^^ 
one, 

^^ lohexy, - 4 - pent y , - 5 - ch,or °- 1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 
30 i{^Sh2^nT thyl ^ n ^ l5<hl0rO " 1 • 3 ^ Jihydr °- 3 -n 6 -f 2 -( 1 H-tetra2ol-5-yl)phenyl>3-pyridinyl]methyl]-2H- 
^ er, y | - 4 -P ent y | - 5 ^Woro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-i m idazol-2- 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenyl]-3-pyridinyl]methyl^2H- 
35 imidazol-2-one; 

io or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

. A family of specific compounds of particular interest within Formula III consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1-propyl-4-butyl-1 ,3-dihydro-3-t[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imida20l-2-one- 

1 .4-d.butyM ,3-dihydro-:H[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imida2ol-2-one- 

45 1fentyl-4-butyl-1,3<lihydro-3-n6-t2-(1H-tetrazol-5-yl)phenylh3-pyridinyl3methylh2H-im 

1-.sopentyl-^Urtyl-1,3^ihydro-3-[[6-[2-(1H-tetra2ol-5-yl)phenylh3-pyridinyl]mem 

1-cyclohexylmethyl-4-butyl-1,3Klihydro-3-[[6-[2-(1H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-im 
one, 

50 H2^yclohexylethylM4 3 utyl-1,3-dihyd^ 
on©, 

1 j2-phenylethyl)-4-butyl-1 ,3KJihydro-3-[l6-[2-(1 H-tetrazo^ 

1^ropyl-4-butyl-5-methyl-1,3-dihydr<>3-[[6-{2-(1H-tetra2ol-5-yl)phenylh3-pyridinyl]methylh2HHmid^ 
on©, 

55 1 .4-dibutyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra 2 ol-5-yl)phenylh3-pyridinyl]methylh2H-imida Z ol-2-one 
1^ntyl-4-butyl-5-methyl-1,3-dihydr^^ 

1-isopentyl-4-butyl-5-memyl-1,3-dihydro-3-n6-[2-(1^tetra 2 ol-5-yl)phenyl]-3-pyridin 
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one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyllmethylh2H- 
imidazol-2-one; 

1-phenylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazoi-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-propyl-4-butyl-5-chloro-1,3-dihydro-3-[[6-[2-(1 H-tetrazol*5-y!)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one; 

1 -penty l-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phonyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

I -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-jmidazol-2- 
one; 

I I -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-phenylmethyl-4-butyl-5-chloro-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phehyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; and 

1 -(2-pheny lethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazo1-5-yl)phenyl]-3-pyridinyl]methy!J-2H- 
imidazol-2-one. 

Within Formula I there is third sub-class of compounds of high interest as represented by Formula IV: 




(IV) 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, neopentyl, phenyl, benzyl, phenethyl, cyclohexyl, cyclohexylmethyl, cyclohexylethyl, 
cyclohexanoyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl 
and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, mohofluoromethyl, 
difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is selected from methyl, 
ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, 
benzyl, phenethyl, cyclohexyl, cyclohexylmethyl and cyclohexylethyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 

N— N 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A family of specific compounds of particular interest within Formula IV consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -methyi-4-propyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -ethyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 ,4-dipropyl-1 ,3-dihydro-3-t[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-isopropyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-butyl-4-propyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-secbutyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
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1 isobutyl-4-propyl-l .3^ihydro-3-[[4-[3-(l H-tetrazol-5-yl>-2-pyriclinyl]pheny l]methylh2H-imidazol-2-one- 
1^n*)utyl-4-propyl-1,3-dihydro-3-a4-^ 

1 -pentyl-4-propyM .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-on8- ' 
1 -<SOpentyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one 
5 1 -cyclohexyl-4-propyl-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]fnethylh2H-imidazol-2-on'e 
1 -cyclohexylmethyl-4-propyl-1 ,3-dihydro-3-[[4-f3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -phenyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida20l-2-one- 
1^henylmethyl-4-propyl-1,3-dihydro-3-I[4-[3-(^^^ 

w 1 -(2-cyclohexylethyl)-4-propyl-1 ,3-d.hydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol- ' 
2-one; 

M2-phenylethylH-propyl-1,3-dlhydro-3-[[4-[3-<1H^^ 
one; 

1 -™ethyl-4-butyl-1 ,3-dihydro-3-[[4-{3-(1 H-tetrazol-5-yl)-2-pyridinyflphenyl]methylh2H-imidazol-2-one- 
1 -ethyl-4-butyl-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2-one- ' 
1 -propyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]pheny l]methyl>2H-imidazol-2-on'e- 
1 isopropyl-4-butyl-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-o'ne- 
1 .4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]m^ 
1-secbutyl^utyl-1,3<Jihydro-3-t[4-[3-(1H-tetra2ol-5-ylh2^yridinyl]phenyl]methylh2HH 
1 -isobutyl-4-butyl-1 .3-dinydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one-' 
1 -tertbutyl-4-buty 1-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl ]-2H-imidazol-2-one'- 
1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]pheny l]methyl]-2H-imidazol-2-one- ' 
1 isopentyM-butyM .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 
1 -cyclohexyl-4-butyl-1 .3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2^one- 
25 1 -«yclohexylmethyl-4-butyl-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
ohe; 

1 -phenyl-4-butyl-1 ,3-dihydro-3-f[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

1-phenyimethyl-4-butyl-1.3-dihydro-3-[[4-[3-(1H-tetra20l-5-yl)-2-pyridinyl]phenyl]methylh2H- 
M2^yclohexylethyl)-4-butyl-1,3-d^^ 
30 one; 

H2-phenylethyl)-4-butyl-1 > 3-dihydro-3-[[4-t3-(1H-tetrazol-5-yl)-2-pyridinyl]phen 
1 -methyM-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one- 
1 -ethyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one- ' 
1 -propyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazoh2-one- 
35 lisopropyl-4-pentyM ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 
1 -butyl-4-pentyM ,3-dihydro-3-tt4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 
1 -secbutyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one 
1 -isobutyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-2-pyridinyl]phenylJmethylh2H-imidazol-2-one-' 
1 -tertbutyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

1 .4- d.pentyl-1 .3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

1^sopentyM-pentyl-1,3-dihydro-3-f[4-[3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2m 
1-cyclohexyl-4-pentyl-1>dihydro-3-[^^ 

1^yclohexylmethyl-4-pentyl-1,3-dihydro-3-[[4-[3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2m 
one; 

1-phenyl-4-pentyl-1>dihydro-3-[[4-[3-(1H-tetra20l-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazo^ 
1^henylmethyl-4-pentyl-1,3-dihydro-3-[[^ 

1 - (2-cyclohexylethyl)-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol- ' 

2- one; 

1 -<2-phenylethyl)-4-pentyl-1 ,3-dihydro-3-[[4-[3-{1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 

1 .5- dimethyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyn-2H-imidazol-2-one- 
1 -ethyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl}phenyl]methylh2H-i m idazol-2- 
one; 

1 .4-dipropyl-5-methyl-1 ,3^ihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]memylh2HH 
2^ r ° Pyl ^ rOPy, ~^ me ^ 

1 -butyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-{1 H-tetrazol-5-yl>-2-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 



40 



45 



so one; 
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1 -secbutyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-isobutyl-4-propyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyndinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

5 1 -tertbutyl-4-propyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -pentyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isopentyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4~[3-(1 H-tetrazol-5-y l)-2-pyridinylJphenyl]methyl]-2H-imidazol- 
io 2-one; 

1 -cyclohexyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-propyl-5-methyl-1 ,3~dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; -~ ^ 

75 1 -phenyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methy l]-2H-imidazol-2- 
one; 

1-phenylmethyl-4-propyl-5-methyl-1,3-dihydro-3-t[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-propyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
20 imidazol-2-one; 

1 -(2-phenylethyl)-4-propyl-5-methyl-1 ,3-dthydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methy!]-2H- 
imidazol-2-one; 

1,5-dimethyl-4-buty!-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yf)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -ethyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]m ethyl h2H-imidazoI-2-one; 
25 1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1-isopropyl-4-butyl-5-methyM >dihydro-3-[[4-[3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 .4- dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

30 1 -secbutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridjnylJphenyl]methyl]-2H-imida2ol-2- 
one; 

1-isobutyl-4-butyl-5H7iethyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -tertbutyl-4-butyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
35 one; 

1- pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-{3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imid 
one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazo!-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

40 1 -cyclohexyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethy l-4-butyl-5-methyl-1 .3Kiihydro-3-[[4~[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylJ-2H- 
imidazol-2-one; 

1 -phenyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
45 one; 

1 -phenylmethy l-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

so 1 -(2-phenylethyl)-4-butyl-6-methyl-1 ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 .5- dimethyl-4-pentyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one; 
1 -ethyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

55 1 -propy l-4-penty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isopropyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl>2H-imidazol- 
2-one; 

35 
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1 -butyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetra20l-5-yl>-2-pyridinyl]phenyl]methylh2H-jmida20l-2- 
one; 

l^butyl^perrtyl-S-methyM^ihydr^^ 
one; 

5 1-isobutyl-4-pentyl-5- me thyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]ph e nyl]methylh2H-imidazol-2- 
one; 

1- tertbutyl^pentyl-5-methyl-1,3^ihydrch3-[[4-[3-(1H-tetrazol-5-ylh2-pyridinyl]phenyl]me* 
one; 

1 .^Pentyl-5-methyM,3Kiihydro-3-^^^ 

io lisopentyM-pentyl-5-methyl-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl>2H-imida Z ol- 

2- one; 

1^yclohexyl^pentyl-5-methyl-1>dihyd 
2-one; 

1 ^yctohexylmethyl-4-pentyl-5-m^^ 
t5 imidazol-2-one; 

1^henyl^pentyl-5-methyM,3-dihydrcv3-r^^ 
one; 

1 -phenylmethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

20 1-(2-cyclohexylethyl)-4-pentyl-5-methyl-1 ,3^ihydro-3-[[4-[3-(1 H-tetrazol-5-ylj-2-pyridinyl]phenyl]m e thylV2H- 
imidazol-2-one; 

1 -{2-phenylethyl)-4.pentyl-5-methyM ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5.yl)-2.pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

1 -methyl-4^ropyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyll-2H-imida2ol-2- 
25 one; 

I ^y'-^^Py'-^'orol .3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H.imida 2 ol-2-one- 
1 .4-d,propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl>2H-imidaz 0 |-2-one- ' 
1 ^ropyl^ropyl-5^htoro-1>dihydro-3-[[4-^ 
one; 

30 1 ^utyl-^propyl-S-chloro-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]m^^ 

1 -secbutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida 2 ol-2-' 
one, 

1Jobutyl^propyl-5s*lor^^^ 

35 1-ter*utyl^propyh5^hloro-1,3^^ 
one, 

1 -pentyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazo(-5-yl)-2-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 

1 -isopentyl-4-propyl-5-chloro-1 ,3-dihydro-3-{[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2- 
40 one, 

1^yclohexyl^propyl-5^loro-1,3^ihydro-3-[[4-[3-(1H-tetra20l-5-yl^ 
1<yclohexylmethyl-4-propyl-5^ 

imidazol-2-one; ' J 1 

45 1 -phenyl-4-propyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida20l-2- 
one, 

1^henylmethyl^propyl-5H:hloro-1,3^ 
imidazol-2-one; 

™ 1 l^c'ohexytethylH-propyl-S-chloro-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]ph e nyl]m e thylh2H- 
ot/ ii iiicicizoi' _ fc~one; 

H2-phenylethyl)^propyl-5<hloro-1,3<lihydro-3K[4-[3-(1H-tetrazol-5-yl)-2-pyrid 
imidazol-2-one; 

^ eth y'- 4 - but y , - 5 ^h'oro-1 .3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2- 

ss 1 ^thyl^butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl>2-pyridinyl]phenyl]m^ 
1^°Py"^butyl-5^loroM,3^ihydro-3-^^^ 

1 -iSopropyl-4-butyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-p y ridinyl]phenyl]methylh2H-imida 2 ol-2- ' 
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1,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -secbutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2HHmidazol-2- 
one; 

1 -isobuty l-4-buty l-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1 -tertbuty l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol"2- 
one; 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1- isopentyl-4-butyl-5-chloro-1>dihyd^ ' 
one; 

1 -cyclohexyl-4~buty1-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1-cyclohexylm©thyl-4-butyl-5-chloro-1,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-phenylmethyl-4-butyl-5-chloro-1,3-dihydro-3-t[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyJ]methyl]-2H- 
imidazol-2-one; : 
1-(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1H-tetrazol-5^^ 
imidazol-2-one; 

1 -methyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1 -ethyl-4-penty l-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2o!-5-y!)-2-pyridinyl]phenyl]methylh2H-imida2ol-2-one; 

1- propyl-4-pentyl-5-chloro-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny!]phenyl]methylh2H-imidazol-2- 
one; 

1 -isopropyl-4-pentyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -butyl-4-penty!-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -secbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyi]phenyl]methylh2H-imida2ol-2- 
one; 

1 -isobutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -tertbutyl-4-penty l-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 ,4-dipentyl-5-chloro-1 ,3-dihydro-3-[[4~[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -isopentyl-4-penty l-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -cyclohexyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethyl-4-penty l-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazof-2-one; 

1-phenyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-penty1-5-ch!oro-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; and 

1 -(2-phenylethy l)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H- 
imidazol-2-one. 

A family of compounds of more particular interest within Formula IV consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -propy l-4-butyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 

1,4-dibutyl-1,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -penty l-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]methylJ-2H-imidazol-2-one; 

1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexy lmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
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one; 
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1 -phenylmethyl-4-butyl-l ,3-dihydro-3-[£4-[3-(1 H-tetra2oh5-ylh2-pyridi^ 



on8; 



5 1 -<2-ph e nylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida20l-2-one 
1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-{1 H-tetrazol-5-yl)-2-pyridinyl]pheny l]methyl]-2H-imidazol-2- 
one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one- 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyih2H-imidazol-2- 
io one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetra 2 ol-5-yl)-2-pyridinyl]phenyl]methylh2H-imida 2 ol-2- 
one; 

1^yclohexylmethyl-4-butyl-5-methyl-1,3<lihydro-3-[[4-[3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl] 
imidazol-2-one; 

is 1 -phenylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyndinyl]phenyl]methylV2H- 
imidazol-2-one; 

H2-cyclohexylemyl)-4-butyl-5-meOTyl-1,3-dihydro-3-[[^ 
imidazol-2-one; 

1 -<2-phenylemyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]phenyllmethyll-2H- 
20 imidazol-2-0ne; 

1 ^ropyl-4-butyl-5-chloro-1.3-dihydro-3-[[4-^ 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-{3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imida20l-2-one 
1 -pentyl-4-butyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-o n e- 
1 isopentyM-butyl-5-chloro-l ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- ' 
25 one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridiny l]phenyllmethvll-2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methvll-2H- 
imidazol-2-one; 

30 1 -<2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyiP2H- 
imidazol-2-one; and 

1 -(2-phenylethylH-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyllmethylf2H- 
imidazol-2-one. 

35 v With ' n F0rmU ' a ' there ' S f0urth a sub - c,ass of compounds of high interest as represented by Formula 




(V) 



wherein R' is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
methylbutyl, n-pentyl, neopentyl, phenyl, benzyl, phenethyl. cyclohexyl, cyclohexylmethyl, cyclohexylethyl 
cyclohexanoyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyi 
and 2-hydroxybutyl; wherein R° is selected from hydrido. methyl, fiuoro, chloro, monoftuoromethyl 
difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is selected from methyl' 
ethyl n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl' 
benzyl, phenethyl, cyclohexyl, cyclohexylmethyl and cyclohexylethyl; wherein R= is an acidic qrouo 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

A family of specific compounds of particular interest within Formula V consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -methyM-propyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -ethyl-4-propyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 ,4-dipropyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -isopropyl-4-propy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -butyl-4-propyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -secbutyl-4-propyl-1 , 3-dinydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1- isobutyl-4-propyl-1,3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -tertbutyl-4-propy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-propyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one: 

1 -isopentyl-4-propyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]pheny!]methyl]-2H-imidazol-2-one; 
1 -cyclohexyl-4-propy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexylmethyl-4-propyl-1 .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -phenyl-4-propyl-1 .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyll-2H-imidazol-2-one; 

1 -phenylmethyl-4-propyM ,3-dihydro-3-[t4-[4-(1 H-tetrazol-5-yl)-3-pyridinyi]phenyl]methyl]-2H-imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-propyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -(2-phenylethyl)-4-propyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -methyl-4-butyl-1 , 3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida20l-2-one; 

1 -ethyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -propyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -isopropyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1-secbutyl-4-butyl-1 t 3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -isobutyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -tertbuty l-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 -isopenty l-4-buty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methy IJ-2H-imidazol-2-one; 

1 -cyclohexyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-1,3-dihydro-3-[[4-[4-(1H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-i^ 
one; 

1 -phenyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-on^; 

1-(2-cyclohexylethyl)-4-butyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one: 

1 -methyl-4-pentyl-1 ,3-dihydro-3-[[4-[4-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -ethyl-4~pentyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida20l-2-one; 

1 -propyl-4-pentyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyrid!nyl]phenyl}methyl]-2H-imida20l-2-one; 

1 -isopropy l-4-pentyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -butyl-4-pentyM ,3-dihydro-3-[[4-[4-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2-one; 

1 -secbutyl-4-pentyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imidazol-2-one; 

1-isobutyl-4-pentyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 -tertbutyl-4-penty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4~dipentyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazoh2-one; 

1 -isopentyl-4-pentyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazoi-5-yl>-3-pyridinyl]phenyl]methyl}-2H-imida20l-2-one; 
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1 ^yclohexyl-4-pentyM .^dihydro-3-[[4-[4-(l H-tetrazol-5-yl)^pyridinyl]pheny^^ 

l^yc'ohexylmethyl^pertyM.S^ihydrc^ 

on©, 

1 -phenyl-4-pentyl-l .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridiny l]phenyl]methylh2H-i,nidazol-2-on e 
5 1jheny ™ th 

2^ 

1 -(2-phenylethylH-pentyl-l ,3-dihydro-3-[[4-[4-<1 H-tetrazol-S-yD-S-pyridinylJphenyllmethylhSH-imidazol-a- 
one, 

io l^ethyl^propyl-S-methyl-l^ihy^^ 

1 ^hy'-4-propyl-5-methyl-1,3^ihydro-3-K^ 
on©, 

1 .4-dipropyl-5-methyl-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]melhyq-2H-imida2ol-2^ne- 

' 5 



^ ut y , - 4 -P r °Py , - 5 - me t h yH .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyUmethylh2H-imidazol-2- 

1-*ecbutyl^propyl-5-me^ 
<o on©; 

lHSobutyl^propyl-5-methyl-1,3Klihydro-3-[[4^4-(1H-tetra 2 ol-5-yl)-3-pyri^ 
™e*"ty'^Propyl-^ 
25 l^ntyl^ropyl-S^ethyM^ 

J2j entyM - prop y | - 5 ^ eth y M .3-dihydro-3-[[4- t 4-(1 H-tetrazol-S-yD-S-pyridinylJphenylJmethyl^H-imidazol- 

1^cyclohexyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-t4-(1 H-tetra 2 ol-5-yl)-3-pyridinyl]phenyllmeth y lV2H- 
30 imida2ol-2-one; 

1 ^henyl^ P ropyl-5-methyl-1 ,3^^ 
on©, 

as l-phenylmethyl-l-propyl-S-methyl-l ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
40 Imi^S^ne^^'^^^ .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl] m ethylh2H- 

1-propyl-4-butyl-5-methyl-1 ,3-d.hydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-Smida 2 ol-2- 
on©, 

on©, 

JiJ^fT!^ 1 W,,,dri ^ W H-tetra20l-5-yl)-3-p y ridinyl]phenyl]methylh2H-i m ida2ol-2-one : 

1^utyl^butyl-5-methyl-1,3<lihydro-3-[[4-[4-(lH-tetrazol-5-yl>-3-pyridinyl]phe 
on©, 

l^butyl-^^ 
1 -tertbutyl^butyl-S-methyl-l ,3^ 
1 -p©ntyl-4^utyl-5-m©thyM .3^ihydro-3^^ 
1 Hsop©ntyI-4-buty l-5-m©thyM ,3<lih 
^yclohexyl^butyl^ 
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one; 
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one; 
1-et 
75 one 
1-pr 
one; 



25 one; 



2-one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylJ-2H- 
imidazof-2-one; 

1 -phenyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
5 one; 

1 -pheny lmethyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethy l)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenylJmethyl]-2H- 
imidazol-2-one; 

10 1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2of-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -methyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-irnida2ol-2- 
one; 

1 -ethyl-4-pentyl-5-?nethyl-1 .3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propyl-4-penty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2. 
one; 

1- isopropyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyi]methylh2H-imida2ol- 

2- one; 

20 1 -butyl-4~pentyl-5-methy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazo|.2- 
one; 

1 -secbutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida20l-2- 
one; 

1 -isobutyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -tertbutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-<l H-tetra2of-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 .4-dipentyl-5-methyl-13-dihydro-3-[[4-[4-(1H-tetrazol-5-yl)-3-p^ 

1 -isopentyl-4-penty!-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

30 2-one; 

1- cyclohexyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethyl-4-penty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazof-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

35 1 -phenyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imidazoh2- 
one; 

1 -phenylmethyl4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -(2-cyclohexyiethyl)-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4- 
40 imidazol-2-one; 

1 -(2-phenylethyl)-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyi]methyl]-2H- 
imidazol-2-one; 

1 -methyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

45 1 -ethy l-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyrtdiny l]phenyl]methyl]-2H-imidazol-2-bne; 
1,4-dipropyl-5-chloro-1,3-dihydro-3-[[4-[4-(iH-tetrazol-5-yl)-3-D^ 

1 -isopropyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H.tetrazol-5-ylh3-pyridinyl]phenyl]methyl]-2H-imida^o!-2- 
one; 

1 -butyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
so 1 -secbutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(l H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazoh2- 
one; 

1 -isobuty l-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-ylh3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -tertbutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
55 one; 

1 -pentyl-4-propy!-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -isopentyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4K4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
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one; 

1 ^yclohexyl^propyl-5-chloro-1 ,3-dihydro-3-[[4-{4-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imicJa20l- 
2-one; 

1 -cyclohexylmethy l-4-propy l-5-chloro-1 ,3-dihydro-3-[f 4-[4^(1 H-tetra2ol-5-yl)-3-pyridinyl]pheny llmethy IV2H- 
5 imidazol-2-one; 

1^henyl^-propyI-5<:hlor^ 
one; 

1^henylmethyl-4-propyl-5^hloro-1,3^ 
imidazol-2-one; 

io 1 -(2-cyclohexylethylH-propyl-5-chloro-1 .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

H2-phenylethylh4-propyl-5<;hloroO,3^ihydro-3^[4-[4-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]methv 
imidazol-2-one; 

1 -methyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]mGthyll-2H-imidazol-2- 
15 one; 

1 -ethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one- 
1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 
1 ^opropyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- ' 
one; 

20 1 .4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-{4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one 
1 -secbutyl-4-birtyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isobutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imida20l-2- 
one; 

25 1-tertbutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imida 2 ol-2- 
one; 

1 -pentyl-4-birtyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida20l-2-one 
1 HSopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-S-yD-S-pyridinyllphenvllmethvl^H-imida^nl-?- ' 



one; 



so 1-cyclohexyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazoh5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol- 
2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-i m idazol-2- 
35 one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyllmethvll-2H- 
imidazol-2-one; 

1 -<2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydrb-3-[[4-{4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyllmethyl]-2H- 
imidazol-2-one; 

40 1 -(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1^Tiethyl^pentyl-5^hloro-1,3-dihydro-3-[[4-[4-(1H-tetra2ol-5-yl)-3-pyridinyl] 
one; 

1^thyl^pentyl-5^hloro-1,3-dihydro-3W 

45 1-propyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazoh5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1Hsopropyl-4^ntyl-5^hloro-1,3^ihydro-3^ 
one; 

1*utyl^pentyl-5^hloro-l,3^ihydr(>3^4-[4-(lH-tetrazol-5-yl)-3-pyridinyl]phenyU 
so 1-secbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylV2H-imida20l-2-' 
one; 

1 -isobutyl-4-pentyl-5-chloro-1 .3-dihydro-3-[[4-[4-(1 H-tetra20l-5-ylh3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -tertbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2- 

55 one; 

1 ,4-dipentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylJ-2H-imidazol-2-one 
1 Hsopenty l-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenylJmethylh2H-imidazol-2- 
one; 
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1 -cyclohexyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imicla2ol- 
2-one; 

1 -cyclohexylmethyl-4-penty-1 -S-chloro-1 ,3-dihydro-3-[[<H4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyf]phenyl]methyl]-2H-jmidazol-2- 
one; 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; and 

1-(2-phenylethyl)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H -tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one. 

A family of compounds of more particular interest within Formula V consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -propyl-4-butyM ,3-dihydro-3-[[4-t4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl}-2H-imida20l-2-one; 

1 -isopentyl-4-butyl-1 .3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyllphenyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1-phenylmethyl-4-butyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -(2-cyc!ohexylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -(2-pheny lethyl)-4-buty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1-propyl-4-butyl-5-methyl-1 f 3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 

one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1-pentyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1-isopentyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -cyclohexy Imethy l-4-buty l-5-methy 1-1 ,3-dihydro-3-[[4-[ 4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -pheny Imethy l-4-butyl-5-methyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-buty l-5-methy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phe 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydrc~3-[[4-[4-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida20l-2-one; 

1-isopentyl-4-butyl-5-chloro-1,3-dihydro-3-[[4-[4-(1H-tetrazoI-5-yl)-3-pyridinyl]phenyl]methyl]-2H-i 
one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H^ 
imidazol-2-one; 

1 -phenylmethy l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl>-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-chloro-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; and 

1 -(2-phenylethyl)-4-butyl-5-chloro-l ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyllphenyl]methyl]-2H- 
imidazol-2-one. 

Within Formula I there is fifth sub-class of compounds of high interest as represented by Formula VI: 
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wherein R' is selected from methyl, ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
10 methylbutyl, n-pentyl, neopentyl, phenyl, benzyl, phenethyl. cyclohexyl, cyclohexylmethyl, cyclohexylethyl 
cyclohexanoyl. 1-oxc-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl 
and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, monofluoromethyl 
difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R* is selected from methyl 
ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl. n-pentyl, isopentyl, neopentyl, phenyl' 
js benzyl, phenethyl, cyclohexyl, cyclohexylmethyl and cyclohexylethyl; wherein R 5 is an acidic orouD 
selected from CO2H and 



H 
I 

N — N 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A family of specific compounds of particular interest within Formula VI consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -methyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 -ethyl-4-propyl-1 ,3-d.hydro-3-[[4-[3-(t H-tetrazol-5-yl)-4-pyridinylJphenyl]methylh2H-imida20l-2-one- ' 
1 ,4-dipropyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyllmethylh2H-imidazol-2-one- 
1 -isopropyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 -butyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 -secbutyl-4-propyl-1 ,3-dihydro-3-[[4-f>(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 isobutyl-4-propyl-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one ■ 
1 -tertbutyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one' 
1 -pentyl-4-propyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-ylH-pyridinyl]phenyl]methylh2H-imidazol-2-one- ' 
1^sopentyl-4-propyl-1,3-dihydr^3-r[^ 

1-cyclohexyl-4-propyl-1.3-dihydro-3-n4-[3-(1H-tetra20l-5-yl)-4-pyridinyl]phenyl]memylh2H-imida^ 

1 -cyclohexylmethyl-4-propyl-1 ,3-dihydro-3-[[4-{3-{1 H-tetrazol-5-ylH-pyridinyl]phenyl]methylh2H-imidazol-2- 

one; 

1 -phenyl-4-propyM ,3-dihydro-3-[[4r[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H-imidazol-2-one- 

1 -phenylmethyM-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol 5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

1- (2-cyclohexylethylH-propyl-1 ,3-dihydro-3-[r4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol- * 

2- one; 

1 -<2-phenylethyl)-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -methy l-4-butyl-1 ,3-dihydro-3-[[4-t3-(1 H-tetrazol-5-y l)-4-pyridinyl]pheny l]methylh2H-imidazol-2-one 
1 -ethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- ' 
1 -propyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 isopropyl-4-butyl-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl>-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 ,4-dibutyl-1 ,3-dihydro-3-fI4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1-secbutyl-4-butyl-1,3-dihydro-3-[[4-[3-<1^^ 

1 isobutyl-4-butyl-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl}-2H-imidazol-2-one- ' 
1 -tertbutyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one 
1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- ' 
1 isopentyW-butyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-o'ne 
1 <yclohexyl-4-buty1-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H-imidazol-2-one 



44 



BNSOOCID: <EP 0506333A1J > 



EP 0 508 393 A1 



1 -cyclohexylmethyl-4-buty!-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyriclinyl]phenyl]methyl]-2H-imiclazol-2' 
one; 

1 -phenyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pheny Imethy l-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methylh2H-imida20l-2-one; 

s 1-(2-cyclohexylethyl)-4-butyl-1,3-dihydro-3-[[4-[3-(1H-tetrazol-5-ylH^ 
one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazoI-5-ylH-pyridinyl]phenyl]methylJ-2H-imidazol-2-one; 

1 -methyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imidazo1-2-one; 

1 -ethy l-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
w 1 -propy l-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

l-isopropyl^pentyl-l^-dihydro-S^fS-CI H-tetra20l-5-yl)-4«pyridiny!]phenyl]methyl]-2H-imidazol-2-one; 

1 -butyl-4-penty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imida20l-2-one; 

1-secbutyl-4-pentyM,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyI]methyl]-2H-imidazol-2-one; 

1 -isobutyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2ol-2-one; 
is 1 -tertbutyl-4-penty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy!]-2H-imida2ol-2-one; 

1 .4- dipentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-4-pyridinyl]phenyl]methyl>2H-imidazol-2-one; 

1 -isopentyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1- cyclohexylmethyl-4-pentyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
20 one; 

1 -phenyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -phenylmethyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-pentyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yi)-4rpyridinyl]phenyl]methyl]-2H-imida20l- 

2- one; 

25 1 -(2-phenylethyl)-4-pentyl-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 .5- methyl-4-propyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl) 4-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1- ethy!-4-propyl-5-methyl-1 >dihydro-3-[[4-[3-(1H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

30 1 ,4-dipropyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazo!-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -isopropyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1-butyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-jmidazol-2- 
one; 

35 1 -secbutyl-4-propy1-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-isobutyl-4-propyl-5-methyl-1,3-dihydro-3-[[4-[3-(1 H-tetra2o!-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-tertbutyl-4-propyl-5-methyl-1,3-dihydro-3-[[4-[3-{1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
40 one; 

1-pentyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1H-tetrazol-5-y^ 
one; 

1- isopentyl-4-propyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazo!-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

45 1 -cyclohexyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethy l-4-propy l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
50 one; 

1 -phenylmethyl-4-propy 1-5-methyM ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

55 1 -(2-phenylethy l)-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]pheny[]methy l]-2H- 
imidazol-2-one; 

1 ,5-dimethyl-4-butyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -ethyl-4-butyl-5-methy!-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
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1 -propyh4~butyl-5-methyl-1 ,3<Jihydro-3-[[4-[3-(l H-tetrazol-5-yl)-4-pyridinyl ]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isopropyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-{3-(1 H-tetra2ol-5-yl>-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

5 1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2ol-2-one; 
1 -secbutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 

1 -isobutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl>-4-pyridinyl]phenyl]methyl]-2H-imidazoh2- 
one; 

w 1 -tertbutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 

1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -isopentyl-4-butyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4.pyridiny!]phenyl]methyl]-2H-imida2ol-2- 
15 one; 

1 ^yclohexyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridmyl]phenyl]methylh2H-imidazol- 
2-one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinylJphenyl]methy!h2H- 
imidazoi-2-one; 

20 1 -phenyl-4-butyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazoi-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -phenylmethy l-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y I)-4-pyridinyl]phenyl]methy lh2H- 
imidazoi-2-one; 

1 H[2-cyclohexy lethylH-buty l-5-methy 1-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methy l]-2H- 
25 imidazol-2-one; 

1 K2-phenylethyl>-4~butyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-py ridiny l]pheny l]methy IP2H- 
imidazol-2-one; 

1 ,5-dimethyl-4-pentyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyI]methylh2H-imidazol-2-one; 
1 -ethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
30 one; 

1 -propyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 Hsopropyl-4-pentyl-5-methyl-1 .3-dihydro-3-[[4-[3-<1 H-tetrazol-5-y[)-4-pyridinyl]phenyl]methylh2H-imidazol- 
2-one; 

35 1 -butyl-4-penty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridfnyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -secbutyl-4-pentyl-5-methyH ,3-dihydro-3-[[4-[3-<1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -Hsobutyl-4-penty!-5-methyM ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
40 one; 

1-tertbutyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 .4~dipentyl-5-methyi-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-ylH-pyridinyllphenyl]methyl]-2H-imida2ol-2-one; 
1 -isopentyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl>2H-imida2oI- 
45 2-one; 

1 -cyclohexyl^pentyl-S-methylM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyIh2H- 
imidazol-2-one; 

1 ^yclohexylmethyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazoh5-yl)-4-pyridinyl]phenyllmethyl>2H- 
imidazol-2-one; 

so 1 -phenyl-4-pentyl-5-methyl-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2o!-2- 
one; 

1 -phenylmethy M-pentyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyt]phenynmethyl}-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylV2H- 
55 tmidazol-2-one; 

1 -<2-phenylethyl)-4-pentyh5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyI]phenyl]methylV2H- 
irnidazol-2-one; 

1 -methyl-4-propyl-5-chloro-1 ,3-dihydro-3-t[4-[3-(1 H-tetrazol-5-yl>-4-pyridinyllphenyl]methylh2H-imidazol-2- 
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one; 

1 -ethyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl}-2H-imida20l-2-one; 
1 ,4-dipropyl-5-chloro-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-isopropyl-4-propyl-5-chloro-1,3*dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenylJmethyl]-2H-imidazol-2- 

5 one; 

1 -butyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imida2oI-2-one; 
1-secbutyl-4-propyl-5-chloro-1,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-ylH-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -isobutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imjdazol-2- 
io one; 

1- tertbutyl-4-propyl-5-chloro-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy!]-2H-imidazol-2- 
one; 

1 -pentyl-4-propyl-5-chloro-1 ,3-dihydn>3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

is 1 -isopentyl-4-propyl-5~chloro-1 ,3-dihydro-3-[[4-[3-{1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -cyclohexyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -cyclohexylmethyl-4-propy l-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
20 imidazol-2-one; i 

1 -phenyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazoi-2- 
one; 

1 -phenylmethyl-4-propyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

25 1 -(2-cyclohexylethyl)-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; 

1*methyl-4-butyl-5-chloro-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

30 one; 

1 -ethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazo!-2-one; 
1 -isopropyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

35 1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2o!-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -secbuty l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isobutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridrnyl]phenyl]methyl]-2H-imidazol-2- 
one; 

40 1 -tertbutyl-4-butyl-5-ch!oro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-4-pynclinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -isopenty l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- ' 
one; 

45 1 -cyclohexyl-4-butyl-5-chloro-1 ,3-dihydro-3-{[4-[3-(1 H-tetrazol-5-yl)-4-pyridiny l]phenyl]methyi]-2H-imidazol- 
2-one; 

1-cyclohexylmethyl-4-butyl-5-chloro-1 ,3KJihydro-3-t[4-[3-(1H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
50 one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra20l-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

55 1 -(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinylJphenyl]methyl}-2H- 
imidazol-2-one; 

1-methyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 
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1 -ethyl-4-pentyl-5-chloro-1 .3-dihydro-3-[[4-[3-(l H-tetra2 0 l-5-yl)-4-pyridinyl]phenyl]methyO-2H-imidazol-2-one- 
1 -propyW-pentyl-5-chloro-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyllphenyl]methylh2H-imida2ol-2- 
one; 

1 -isopropy l-4-pentyl-5^hloro-1 ,3-dihydro-3-{[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-im.da20l-2- 
one; 

1 -butyl-4-pentyl-5-chloro-1 ,3-dihydro-3-U4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]melhylh2H-imida Z ol-2-one 
1 -secbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-tI4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- ' 
one; 

1 -isobutyl-4-p8ntyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2 0 l-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -tertbutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida20l-2- 
one; 

1 ,4-dipentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-ylH-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 Hsopenty M-pentyl-5-chloro-1 ,3-dihydro-3-{[4-[3-(1 H-tetrazol-5-yl) 4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 ^yclohexyl^pentyl-5-chloro-1 ,3Kiihyd^ 
2-one; 

1 -cyclohexylmethy 1 -4-penty l-&<hloro-1 ,3-dihydro-3-{[4-t3-(1 H-tetrazol-5-y l)-4-pyridinyl]pheny l]methyll-2H- 
imidazol-2-one; 

1-phenyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H-imida2ol-2- 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl] m ethyl]-2H- 
imidazol-2-one; 

H2K:yclohexylethyl)-4-pentyl-5-chloro-1.3^ 
imidazol-2-one; and 

1 -<2-phenylethyl>-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one. 

A family of compounds of more particular interest within Formula VI consists of compounds and 
pnarmaceutically-acceptable salts thereof as follows: 

1 -propyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-ylH-pyridinyl]phenyl]methyl]-2H-imidazol^2-one- 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[f4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 

1 -»sopentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-o'ne- 

^yclohexylmethyl-4-butyl-1>dihydro-3-rr^ 

one; 

!^henylmemyl^butyM3^ihydrc)-3-[[^ 

W2^yclohexylethyl)-44>utyl-1,3<iihydro-3-K^^ 
one; 

W2-phenylethyl)-4-butyl-1,3Klihydro-3-[[4-^^ 

1-propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida20l-2- ' 
one; 

1 .4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imida20l-2-one- 
1-pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yD-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

l^scjpentyl-^butyl-S-memyl-I.S-dihydro-S^ 
one; 

1 -cyclohexy lmethyl-4-butyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy I1-2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; * ' 

^^yclohexylethyl^butyl-S-memyl-I.S-dihyd 
imidazol-2-one; 

W2-phenylethyl)-4-butyl-5-methyl-t>dihydro-3-[[^^ 
imidazol-2-one; 

1-propyl-4-butyl-5-chloro-1.3-dihydrc>-3-a4-[3-(1H-tetr a zol-5-yl)-4-pyridinyl]phenyn 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[t4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one- 

lisopentyM-butyl-5-chloro-l .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- ' 
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one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethy l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; and 

1 -(2-pheny lethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one. 

Within Formula I there is sixth sub-class of compounds of high interest as represented by Formula VII: 




(vn) 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, neopentyl, phenyl, benzyl, phenethyl, cyclohexyl, cyclohexylmethyl, cyclohexylethyl, 
cyclohexanoyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl 
and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl. fluoro ; chloro, monofluoromethyl, 
difluoromethyl. trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is selected from methyl, 
ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl, tert-butyl. n-pentyl. isopentyl. neopentyl, phenyl, 
benzyl, phenethyl. cyclohexyl. cyclohexylmethyl and cyclohexylethyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

A family of specific compounds of particular interest within Formula VII consists of compounds and 
pharmaceutically-acceptable salts thereof as follows: 

1 -methyl-4-propyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2^one; 

1 -ethyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4-dipropyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -isopropyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methy l]-2H-imidazol-2-one; 

1 -butyl-4-propyl-1 ,3-dihydro-3-[[4-(2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -secbuty l-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -isobutyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -tertbutyl-4-propyl-1 f 3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1 -isopentyl-4-propy 1-1 ,3-dihydro-3-[[4-[2-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methy l]-2H-imidazol-2-one; ^ 

1 -cyclohexyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1^yclohexylmethyl-4-propyl-1,3-dihydro-3-[[4-[2^ 

one; 

1 -phenyl-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 

1 -phenylmethyl-4-propyl-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1- (2-cyclohexylethyl)-4-propyl-1,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 -(2-phenylethyl)-4-propyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 
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-ethyl-4-butyl-l ,3-dihydro-3-[[4-[2-(1 H-tetrazol-S-ylhS-pyridinylJphenyllmethylhaH-imidazol^-one- 
1 -propyl-4-butyM ,3^ihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]m e thylh2H-imidazol-2-one- 

5 1 ,4-d.butyl-l ,3-d.hydro-3-[[4-{2-(1 H-tetrazol-5-yl)-3-p y ridin y l]ph e nylJmethylh2H-imidazol-2-one 
l-secb^butyM^ihydro-^^^ 

1 isobuty M-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl>-3-pyridinyl]phenyl]methylh2H-imidazol-2^ne 
1 -tertbirtyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinylJph8nyl]methylh2H-imidazol-2-one' 
1 -pentyl-4-butyl-l ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2-one- ' 
io ^sopentyl^b^l-1.3<lihydro-3-n4-[2-(1H-tetra 2 ol-5-yl)-3- P yridinyl]pheny 

1 ^cyc ohexy -4-butyM ,3-dihydro-3-[[4-[2-{1 H-tetrazoh5-yl>-3-pyridinyl] P henyl]m^ 

1^yclohexylmethyl-4-but y l-1,3Klihydro-3-[[4-[2-(1H-tetrazol-5-ylh3^yridiny 
on©; 

1 -phenyl-4-butyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-S-ylH-pyridinylJphenylJmethylKH-imidazol^-one- 
H2-phenylethyl^ 

1 -methyl-4-pentyl-1 ,3-dihydro-3-f[4-[2-(1 H-tetra 2 ol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imida 2 ol-2-one- 
1 -ethyl-4-pentyl-l ,3-dihydro-3-[[4-[2-<1 H-tetrazol-S-ylJ-S-pyridinylJphenylJmethyll^H-imidazol^-one- ' 
1 -propyM-pentyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl] P henyl]methyl]-2H-imida Z ol-2-one- 
)^T,T '' 4 - p8ntyM .3-dihydro-3-[[4-[2-(1 H-tetrazol-S-yl^S-pyridinyUphenylJmethy^H-imidazo^-one- 
1 -butyl-4-pentyl-l ,3-dihydro-3-[[4-[2-<1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one- ' 
^ -^"^'-^-^"ty'- 1 .3-d.hydro-3-a4-[2-(1 H-tetrazol-S-yD-a-pyridinyllphenynmethylJ-^H-imidazoi-S-^ne 
"t^"* , - 1 - 3 - dih y dr °- 3 W 2 -0 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imidazol-2-one-' 
J-^^P^^'-^ihydro-S-H^-O H-tetrazol-5-yl)-3-pyridinyl] P henyl]m e thyl>2H-imidazol-2-one' 
1 ,4-d,pentyl-1 ,3-d.hydro-3-f[4-[2-(1 H-tetrazol-S-yD-S-pyridinylJphenyllmethylJ^H-imidazol^-one- 
1 nsopentyl-4-pentyM ,3-dihydro-3-f[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imidazol-2-one- 

l-cyclohexylmethyl-4-pentyM ,3-dihydro-3- t [4-[2-(1 H-tefrazol-5-yl)-3- P yri^ 
1^henyl^p^tyl-1,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinyl]ph e n 

35 2^ n T 6 ^ W 

H2-phenylethyl)^pentyM,3Klih y d^^ 
on©, 

2?nT y ^^^^ 

45 ^^'"^Py'-^^y 1 - 1 .3^ihydro-3-[W2-(1 H-tetrazol-S-ylhS-pyridm^ 

1^ecbutyl^ P ro P yl-5-methyM,3^ihydro-3-[[4-[2-(1H-tetrazol-5-yl)^ 
on©, ^ 

1^butyl^propyl-5-methyl-1,3Klihy^^^ 
on©, 

so 1-tertbutyl-4-propyl-5-methyl-1 ,3-dihydro-3-I[4-[2-{1 H-tefrazol-5-yl)-3^yridin^ 

^tyl^ropyl-s^ethyM^ihyd^^ 
on©, 

55 J J n C J )8ntyM - propy, - 5 - meth y | - 1 .3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]ph e nyl]methylh2H-imida 2 ol- 
^yclohexylmethyl^propyl-5-methyl-l,^^ 
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imidazol-2-one; 

1 -phenyi-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imiclazol-2- 
one; 

1 -phenylmethy l-4-propyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
5 imidazol-2-one; 

1-(2-cyclohexylethyl)-4-propyh^ 
imidazol-2-one; 

1 -(2-phenylethy l)-4-propy l-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

10 1 ,5-dimethyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yI)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -ethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -propy l-4-butyl-5-methyM ,3-dihydro-3-[[4-[2-(1 H-tetra2o!-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-isopropyJ-4-butyl-5-methyl-1 >dihydro-#^ 
75 one; 

1 .4- dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyI]phenyl]methyl]-2H-imidazol-2-one; 

1 -secbutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1-isobutyl-4-butyl-5-metnyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2dl-2- 

20 one; 

1 -tertbutyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -penty l-4-butyl-5-methy!-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

25 1 -isopentyl-4-butyl-5-methyl-1 .3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imida2ol-2- 
one; 

1- cyclohexyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol- 

2- one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyrjdinyl]phenyl]methylh2H- 
30 imidazol-2-one; 

1-phenyl-4-butyl-5-methyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -phenylmethy l-4-butyl-5-methyl-1 .3-dihydro-3-[[4-[2-(1 H-.tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

35 1 -(2-cyclohexylethyl)-4-butyi-5-methyl-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]pheny!]methylh2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 .5- dimethyl-4-pentyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
40 1 -ethyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1-propyl-4-pentyl-5-methyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazof-2- 
one; 

1-isopropyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4~[2-(1 H-tetrazol-5-yl)-3-pyridjnyl]phenyl]methyl]-2H-imidazol- 
45 2-one; 

1-butyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylJ-2H-imidazol-2- 
one; 

1 -secbutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H.tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

so 1 -isobuty l-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4~[2-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazoi-2- 
one; 

1- tertbutyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(l H-tetrazol-5-yl)-3-pyridiny1]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 ,4-dipentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl>2H-imidazol-2-one; 
55 1 -isopentyl-4-pentyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyI]methyl]-2H-imida2ol- 

2- one; i 

1 -cyclohexyJ-4-penty l-5-methy 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl>-3-pyridinyl]phenyl]methylh2H-imidazol- 
2-one; 



51 



BNSOOCID: <EP 0508393A1_I_> 



EP 0 508 393 A1 



one 
1-te 
one 

1-P< 

25 one; 



1 -cyclohexylmethyl-4-pentyl-5-methy M ,3-dihydro-3-[[4-[2-(l H-tetrazol-5-y lh3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenyl^pentyl-5-methyM .3^dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3^yridinyl]phenyl]methylh2H-imidazol-2- 
one; 

5 1 -phenylmethyl-4-penty l-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-ylh3-pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

1 -<2^yclohexylethylH-pentyl-5-methy|.1 .3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl).3-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; 

1 ^2-phenylethyl)-4-penty»-5-methyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-ylh3-pyridinyl]phenyl]methylV2H- 
w imidazol-2-one; 1 J 

1 -methyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-<1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyll-2H-imidazol-2- 
one; 

1 ^thyM-propyl-5^loro-1 ,3^ihydro-3-[[^^ 
« u 1 ,4-dipropyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]m©thylh2H-imida2ol-2-one- 
is 1 isopropyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2- 
one; 

14iutyl^propyl-5^loro-1.3Klihydro-3-[[4-[2-(1H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2 

1- secbutyl^propyl-5^hloro-1,3HJihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H^^ 
one; 

20 1 -isobutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-S-yD-S-pyridinyllphenyllmethyl^H-imidazol^- 
one; 

1 -tertbutyl-4-propyl-5-chloro-1 ,3-dihydro-3-[l4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 -pentyl-4-propyl-5-chtoro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isopentyh4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1^yclohexyl^propyl-5^hloro-1,3-di^ 

2- one; 

30 1 -cyclohexylmethyl-4-propyl-5-chloro-1 ,3-dihydro-3-t[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenynmethyl>2H- 
imidazol-2-one; 

1 ^henyl^propyl-5^hloro-1 ,3Kiihydro-3-[[^ 
one; 

1 -ph©nylmethyl-4-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyll-2H- 
35 imidazol-2-one; 

1 -<2-cyclohexylethylH-propyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyll-2H- 
imidazol-2-one; 

H2-phenylethyl)-4-propyl-5^hloro-1,3<Jihydro-3-[[4-t2-(1H-tetrazol-5-yl)-3-pyridiny 
imidazol-2-one; 

40 1-methyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-<1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1-ethyl-4-butyl-5-chloro-1 .3-dihydro-3-[[4-[2-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl>2H-jmidazol-2-one- 
1^ropyl^butyl-5^loro-1,3^ihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinylJphenyn^ 

1isopropyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2- ' 
45 one; 

1 ,4-dibutyl-5-chloro-l ,3-dihydro-3-[[4-{2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
1 ^secbutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

lHSObutyl^butyl-5^hloro-1,3^ihydro-3-[[4-[2-(lH-tetrazol-5-ylh3-pyridinyl]phenyl]m 
so one; 

1- tertoutyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H-imidazol-2- 
one; 

1^ntyl^uty|-5K*loro-1 ,3^ihydro^ 

HsopentyM-butyl-5-chloro-l .3-dihydro-3-t[4-[2-(1 H-tetrazol-5-yl)-3-pyridinynphenyl]methylh2H-imida20l-2- ' 
55 one; 

1 <yclohexyl^butyl-5^htoro-1 ,3^i^ 

2- one; 

1 -cyclohexy!methyl-4-butyl-5-ch!oro-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyrid«nyl]phenyl]methyl]-2H- 
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imidazol-2-one; 

l-phenyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yf)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -phenylmethy l-4-buty l-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenylJmethyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methy!]-2H- 
imidazol-2-one; 

1 -methyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -ethy l-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 
1 -propyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y!)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; " ,: ?"*'• ' 

1 -isopropyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazot-2- 
one; 

1-butyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-secbutyl-4-pentyl-5-chloro-1,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y!)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1-isobutyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-^ 

one; 

1- tertbutyl-4-pentyl-5-chloro-1,3-dihydro-3-[[4-[2-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-tmidazol-2- 
one; 

1 .4-dipentyf-5-ch!oro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -isopentyi*4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida20l-2- 
one; 

1 -cyclohexyl-4-penty l-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyi]-2H-imidazol- 

2- one; 

1-cydohexy!methyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridjnyl]phenyi]rnethylh2H- 
imidazol-2-one; 

1 -phenyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -phenylmethyl-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-pentyl-5-chloro-1 .3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; and 

1-(2-phenylethyl)-4-pentyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one. 

A family of compounds of more particular interest within Formula VII consists of compounds and 
pharmaceutically-acceptable salts as follows: 

1 -propy l-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridiny IJpheny l]methyl]-2H-imidazol-2-one; 

1 .4-dibutyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2-one; 

1 -penty l-4-butyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyi]-2H-imidazol-2-one; 

1 -cyclohexy lmethyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetra20l-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-(2-cyclohexylethyl)-4-butyM ,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2HHmid 
one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[2-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-propyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[2-(l H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 
one; 

1 ,4~dibutyl-5-methyl-1 ,3-dihydro-3-[[4~[2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-methy 1-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 

one; 

1 -isopentyl-4-buty l-5-methy 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1-cyclohexylmethyl-4-butyl-5-methyl-1 t 3-dihydro-3-[[4-[2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
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imidazol-2-one; 

1 -phenylmethyM-butyl-5-methyl-l ,3^dihydro-3-[[4-[2(l H-tetrazol-5-yl)-3-pyridinyl]phenyr]methylV2H- 
imidazol-2-one; 

1 -(2-cyclohexy!ethyl)-4-butyl-5-methyM ,3-dihydro-3-[[4-[2(1 H-tetrazol-5-yl)-3-pyridinyl]pheny IJmethyl V2H- 
5 imidazol-2-one; 

1 -(2-phenylethylH-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imida2ol-2-one- 
1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one- 
w 1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyI]phenyl]methylh2H-imidazof-2-one- 
1 -isopentyh4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yI)-3-pyridinyl]phenyl]methyth2H-imidazol-2- ' 
one; 

1 ^yclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2(1 H-tetrazol-5-yl)-3-pyridiny l]phenyl]methylh2H- 
imidazol-2-one; 

?5 1 -phenylmethyl-4-birtyl-5^hloro-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridiny I]pheny0methyl}-2H. 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2(1 H-tetrazol-5-yi)-3-pyridinyl]phenyl]methylV2H- 
imi»Jazol-2-one; and 

1 -{2-phenylethylH-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-<1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methya-2H- 
20 imidazol-2-one. 

The term "hydrido" denotes a single hydrogen atom (H). This hydrido group may be attached, for 
example, to an oxygen atom to form a hydroxyl group; or, as another example, one hydrido group may be 
attached to a carbon atom to form a 
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group; or, as another example, two hydrido groups may be attached to a carbon atom to form a -CH 2 - 
group. Where the term "alky!" is used, either alone or within other terms such as "haloalkyl" and 
"hydroxyalkyl", the term "alkyl" embraces linear or branched radicals having one to about twenty carbon 
atoms or, preferably, one to about twelve carbon atoms. More preferred alkyl radicals are "lower alkyl" 
radicals having one to about ten carbon atoms. Most preferred are lower alkyl radicals having one to about 
five carbon atoms. The term "cycloalkyl" embraces cyclic radicals having three to about ten ring carbon 
atoms, preferably three to about six carbon atoms, such as cyclopropyl, cyclobutyl, cyciopentyl and 
cyclohexyl. The term "haloalkyl" embraces radicals wherein any one or more of the alkyl carbon atoms is 
substituted with one or more halo groups, preferably selected from bromo, chloro and fluoro. Specifically 
embraced by the term "haloalkyl" are monohaloalkyl, dihaloalkyl and polyhaloalkyl groups. A monohaloalkyl 
group, for example, may have either a bromo, a chloro, or a fluoro atom within the group. Dihaloalkyl and 
polyhaloalkyl groups may be substituted with two or more of the same halo groups, or may have a 
combination of different halo groups. A dihaloalkyl group, for example, may have two fluoro atoms, such as 
difluoromethyl and difluorobutyl groups, or two chloro atoms, such as a dichloromethyl group, or one fluoro 
atom and one chloro atom, such as a fluoro-chloromethyl group. Examples of a polyhaloalkyl are 
trifluoromethyl, 1,1-difluoroethyl, 2,2,2-trifluoroethyl, perfluoroethyl and 2,2,3,3-tetrafluoropropyl groups. The 
term, "difluoroalkyl" embraces alkyl groups having two fluoro atoms substituted on any one or two of the 
alkyl group carbon atoms. The terms "alkylol" and "hydroxyalkyl" embrace linear or branched alkyl groups 
having one to about ten carbon atoms any one of which may be substituted with one or more hydroxyl 
groups. The term "alkenyl" embraces linear or branched radicals having two to about twenty carbon atoms, 
preferably three to about ten carbon atoms, and containing at least one carbon-carbon double bond, which 
carbon-carbon double bond may have either cis or trans geometry within the alkenyl moiety. The term 
"alkynyl" embraces linear or branched radicals having two to about twenty carbon atoms, preferably two to 
about ten carbon atoms, and containing at least one carbon-carbon triple bond. The term "cycloalkenyl" 
embraces cyclic radicals having three to about ten ring carbon atoms including one or more double bonds 
involving adjacent ring carbons. The terms "alkoxy" and "alkoxyalkyl" embrace linear or branched oxy- 
containing radicals each having alkyl portions of one to about ten carbon atoms, such as methoxy group. 
The term "alkoxyalkyl" also embraces alkyl radicals having two or more alkoxy groups attached to the alkyl 
radical, that is, to form monoalkoxyalkyl and dialkoxyalkyl groups. The "alkoxy- or "alkoxyalkyl" radicals 
may be further substituted with one or more halo atoms, such as fluoro, chloro or bromo, to provide 
haloalkoxy or haloalkoxyaJkyl groups. The term "alkylthio" embraces radicals containing a linear or 
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branched alkyl group, of one to about ten carbon atoms attached to a divalent sulfur atom, such as a 
methythio group. Preferred aryl groups are those consisting of one, two, or three benzene rings. The term 
"aryl" embraces aromatic radicals such as phenyl, naphthyl and biphenyl. The term "aralkyl" embraces 
aryl-substituted alkyl radicals such as benzyl, diphenylmethyi, triphenylmethyl, phenylethyl, phenylbutyl and 
diphenylethyl. The terms "benzyl" and "phenylmethyl" are interchangeable. The terms "aryloxy" and 
"arylthio" denote radical respectively, aryl groups having an oxygen or sulfur atom through which the 
radical is attached to a nucleus, examples of which are phenoxy and phenylthio. The terms "sulfinyl" and 
"sulfonyl", whether used alone or linked to other terms, denotes respectively divalent radicals SO and SO2. 
The term "aralkoxy", alone or within another term, embraces an aryl group attached to an alkoxy group to 
form, for example, benzyloxy. The term "acyl" whether used alone, or within a term such as acyloxy, 
denotes a radical provided by the residue after removal of hydroxyl from an organic acid, examples of such 
radical being acetyl and benzoyl. "Lower alkanoyl" is an example of a more prefered sub-class of acyl. The 
term "amido" denotes a radical consisting of nitrogen atom attached to a carbonyl group, which radical may 
be further substituted in the manner described herefnr The amido radical can be attached to the nucleus of 
a compound of the invention through the carbonyl moiety or through the nitrogen atom of the amido radical. 
The term "alkenylalkyl" denotes a radical having a double-bond unsaturation site between two carbons, and 
which radical may consist of only two carbons or may be further substituted with alkyl groups which may 
optionally contain additional double-bond unsaturation. The term "heteroaryl" embraces aromatic ring 
systems containing one or two hetero atoms selected from oxygen, nitrogen and sulfur in a ring system 
having five or six ring members, examples of which are thienyl, furanyl, pyridinyl, thiazolyl, pyrimidyl and 
isoxazolyl. Such heteroaryl may be attached as a substituent through a carbon atom of the heteroaryl ring 
system, or may be attached through a carbon atom of a moiety substituted on a heteroaryl ring-member 
carbon atom, for example, through the methylene substituent of imidazolemethyl moiety. Also, such 
heteroaryl may be attached through a ring nitrogen atom as long as aromaticity of the heteroaryl moiety is 
preserved after attachment. For any of the foregoing defined radicals, preferred radicals are those 
containing from one to about ten carbon atoms. 

Specific examples of alkyl groups are methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert- 
butyl, n-pentyl, isopentyl, methylbutyl, dimethylbutyl and neopentyl. Typical alkenyl and alkynyl groups may 
have one unsaturated bond, such as an allyl group, or may have a plurality of unsaturated bonds, with such 
plurality of bonds either adjacent, such as allene-type structures, or in conjugation, or separated by several 
saturated carbons. 

Compounds of Formula I have been found to inhibit the action of angiotensin II in mammals. 
Angiotensin il is a potent vasoconstrictor and participates in the formation of aldosterone which regulates 
sodium and water balance in mammals. Thus, compounds of Formula I are therapeutically useful in 
methods for treating hypertension by administering to a hypertensive patient a therapeutically-effective 
amount of a compound of Formula I. The phrase "hypertensive patient" means, in this context, a 
mammalian subject suffering from or afflicted by the effects of hypertension or susceptible to a hyperten- 
sive condition if not treated to prevent or control such hypertension. 

Also included in the family of compounds of Formula I are isomeric forms including diastereoisomers, 
regioisomers and the pharmaceutically-acceptable salts thereof. The term "pharmaceutically-acceptable 
salts" embraces salts commonly used to form alkali metal salts and to form addition salts of free acids or 
free bases. The nature of the salt is not critical, provided that it is pharmaceutically-acceptable. Suitable 
pharmaceutically-acceptable acid addition salts of compounds of Formula I may be prepared from an 
inorganic acid or from an organic acid. Examples of such inorganic acids are hydrochloric, hydrobromic, 
hydroiodic, nitric, carbonic, sulfuric and phosphoric acid. Appropriate organic acids may be selected from 
aliphatic, cycloaliphatic, aromatic, araliphatic, heterocyclic, carboxylic and sulfonic classes of organic acids, 
example of which are formic, acetic, propionic, succinic, glycolic, gluconic, lactic, malic, tartaric, citric, 
ascorbic, glucuronic, maleic, fumaric, pyruvic, aspartic, glutamic, benzoic, anthranilic, p-hydroxybenzoic, 
salicyclic, phenylacetic, mandelic, embonic (pamoic), methansulfonic, ethanesulfonic, 2-hydroxyethanesul- 
fonic, pantothenic, benzenesulfonic, toluenesulfonic, sulfanilic, mesylic, cyclohexylaminosulfonic, stearic, 
algenic, £-hydroxybutyric, malonic, galactaric and galacturonic acid. Suitable pharmaceutically-acceptable 
base addition salts of compounds of Formula I include metallic salts made from aluminium, calcium, lithium, 
magnesium, potassium, sodium and zinc or organic salts made from N.N'-dibenzyiethylenediamine, 
chloroprocaine, choline, diethanolamine, ethylenediamine, meglumine (N-methylglucamine) and procaine. 
All of these salts may be prepared by conventional means from the corresponding compound of Formula I 
by reacting, for example, the appropriate acid or base with the compound of Formula I. 

General Synthetic Procedures 
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i vJJ 8 ..^ 150 ^' 0 ' invention <*" 1)6 synthesized according to the following procedures of Schemes 
l-XXIX, wherein the R substituents are as defined for Formula I. above, except where further noted. 

Scheme I 
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1. n-BuLi, TUF, -78° C 

2. B(OCH 3 ) 3 
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[R 5 = CON(CH 3 )C(CH3) 3 ] 

Synthetic Scheme I shows the preparation of the boronic acid 1 where R s equals N-tertbutyl-N- 
SSS^ST" e ' 5 * ep 1 ' benZ ° iC add iS tt * ated with ^ chloride to give the corresponding acid 
. If o S " bSeqU !" t,y reacted with N-tertbutyl-N-methylamine to give N-tertbutyl-N-methylben- 
SS'-i-j m • * e am,de I 5 ortho-metalated and subsequently reacted with trimethyl borate. The free 
boronic acid 1 is produced on hydroylsis. 
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Scheme II 
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[R 5 = CN 4 C(C 6 H 5 ) 3 ] 
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Synthetic Scheme II shows the preparation of the boronic acid 1 where R 5 equals N-triphenylmethyl- 
1 H-tetrazole. In step 1, 2-bromobenzonitrile (Aldrich) is reacted with trTbutyltin azide to give the correspond- 
ing tetrazole. In step 2, the tetrazole is reacted with triphenylmethyl chloride in the presence of triethylamine 
to give the protected bromophenyltetrazole. In step 3, halogen-metal interchange with n-butyllithium 
generates the corresponding ortho-lithiated species which is reacted with trimethyl borate. The free boronic 
acid 1 is produced on hydrolysis. 
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Scheme HI 
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Synthetic Scheme III shows the preparation of N-Boc-amino ketones 2 (or aldehydes when R° = H) 
from the corresponding N-Boc-amino acides 3. In step 1. the amino acid 3 is reacted with isobutyl 
chloroformate in the presence of triethylamine and subsequently with N.O-dimithylhydroxylamine to qive 
the corresponding N-melhoxy-N-methylamide 4. In step 2, the amide 4 is reacted with an organolithium 
reagent R°-U (or lithium aluminum hydride (LAH) when R° = H) to givelhe desired ketone 2 (or aldehyde 
55 when R° = H). — 



58 

BNSOOC1D: <EP___0508393A1 J_> 



BP 0 508 393 A1 



Scheme IV 
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Synthetic Scheme IV shows the preparation of imidazol-2-ones 5 from the corresponding amides 4 via 
Method A. In step 1, the protected amide 4 (prepared in Schemelll) is reacted with trifluoroacetic~acid 
(TFA) to give the TFA salt 6 of the free amine. In step 2. the salt 6 is reacted with the appropriate 
isocyanate 7 in the presence of triethylamine to give the urea 8. In step 3, the urea 8 is reacted with an 
organolithium reagent R°-Li (or lithium aluminum hydride (LAH) when R° = H) and subsequently cyclized to 
the imidazole-2-one 5 on treatment with dilute acid during the work-up procedure. 
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Scheme V 
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Synthetic Scheme V shows the preparation of imidazol-2-ones 5 from the corresponding N-Boc- 
protected amino ketones 2 (or aldehydes when R° = H) via Method B. In step 1, the carbonyl compound 2 
(prepared in Scheme III) is reacted with anhydrous hydrogen chloride in dioxane to give the HCI salt 9 In 
step 2, the salt 9 is reacted with the appropriate isocyanate 7 in chloroform to give the imidazol-2-orTe 5 
directly. ~ — 
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METHOD C: 



Scheme VI 
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Synthetic Scheme VI shows the preparation of imidazol-2-ones 5 from the corresponding N-Boc- 
protected amino ketones 2 (or aldehydes when R° = H) via Method C. In step 1, the carbonyl compound 2 
55 (prepared in Scheme III) is reacted with 2,2-dimethyM ,3-propandiol to give the cyclic ketal 10. In step 2, 
the ketal 10 is reacted with TFA to give the TFA salt 11 of the free amine. In step 3, the salMI is reacted 
with the appropriate isocyanate 7 in the presence of triethylamine to give the urea ketal 12. IrT step 4, the 
urea ketal 12 is reacted with 6N hydrochloric acid at 60°C to give the desired imidazol-2-one~5 directly. 
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Scheme VII 
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Synthetic Scheme VII shows the preparation of 2-bromomethyl-5-bromopyridine (13) and 5-bromo-2- 
pynd.necarboxaldehyde (14) from 2-picoline (Aldrich). In step 1. 2-picoline is reacted -with bromine in the 
presence of a large excess of aluminum chloride at elevated temperatures to give 5-bromo-2-picoline (15) 
In step 2a, 15 is reacted with NBS to give the 2-pyridinylmethyl bromide 13. In step 2b, the intermediateTs 
is treated w.th potassium permanganate to give the corresponding picolinlc" acid 16. In step 3b the acid 16 
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is first converted to its N-methoxy-N-methylamide and subsequently reduced with LAH to provide 5-bromo- 
2-pyridinecarboxa!dehyde (14). 



Scheme VIII 
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Synthetic Scheme VIII shows the preparation of 2-bromo-5-bromomethylpyridine (17) and 2-bromo-5- 
pyridinecarboxaldehyde (18) from 2-amino-5-picoline (Aldrich). In step 1, 2-amino-5-picoline is reacted with 
bromine in the presence of hydrobromic acid and sodium nitrite at 0*C to give 2-bromo-5-picoline (19). In 
step 2a, 19 is reacted with NBS to give the 3-pyridinylmethyl bromide 17. In step 2b, the intermediate! 9 is 
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treated with potassium permanganate to give the corresponding nicotinic acid 20. In step 3b. the acid 20 is 

^ subsequent,y reduced witfrUH to ^ 

Scheme IX 
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Synthetic Scheme IX shows the preparation of {4-bromobenzyl)imida20l-2-ones 21 from the TFA salt of 
ttie ammo amide 6 (prepared in Scheme III). In step 1, the TFA salt 6 is allowed to react with the 4- 
bromobenzaldehyde in the presence of triethylamine and anhydrous magnesium sulfate to give the imine 

.1 J P \ I""!? 8 - iS a "° Wed t0 re3Ct With SOdium hydride to give the substituted benzylamine 
—L^?J?J' b8nzylamine ?3 is allowed to react with the appropriate isocyanate 7 to give the 
substtuted benzy.urea 24 In step 4, the urea 24 is first ai.owed to react with an org JoUMuaCr^ * 5 
(or l,th,um alum.num hydnde (LAH) when R° = H) and subsequently with dilute aqueous acid to give the 
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desired 3-(4-bromobenzyl)imidazol-2-ones. 
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Synthetic Scheme X shows the preparation of 3-(5-bromo-2-pyridinylmethyl)imidazol-2-ones 25 from the 
TFA salt of the amino amide 6 (prepared in Scheme III). In step 1, the TFA salt 6 is allowed toTeact with 
the 5-bromo-2-pyridinylaldehyde 14 (prepared in Scheme VII) in the presence of triethylamine and 
anhydrous magnesium sulfate to give the imine 26. In step 2, the imine 26 is allowed to react with sodium 
borohydride to give the substituted benzylamine 27. In step 3, the benzylamine 27 is allowed to react with 
the appropriate isocyanate 7 to give the substituted benzylurea 28. In step 4, the~urea 28 is first allowed to 
react with an organolithium reagent R°-Li (or lithium aluminum hydride (LAH) when R° = H) and 
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subsequently with dilute aqueous acid to give the desired 3-(5-bromo-2-pyridinylmethyl)imidazol-2-ones 25. 

Scheme XI 
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Synthetic Scheme XI shows the preparation of 3-(2-bromo-5-pyridinylmethyl)imida2ol-2-ones 29 from 
the TFA salt of the amino amide 6 (prepared in Scheme III). In step 1, the TFA salt 6 is allowed to react 
wrth 2-bromo-5-pyridinylaldehyde 18 (prepared in Scheme VIII) in the presence of triethylamine and 
anhydrous magnesium sulfate to give the imine 30. In step 2, the imine 30 is allowed to react with sodium 
borohydnde to give the substituted benzylamine 31 . In step 3, the benzylimine 31 is allowed to react with 
the appropriate isocyanate 7 to give the substituted benzylurea 32. In step 4, theUrea 32 is first allowed to 
react with an organolithium reagent R°-Li (or lithium aluminum hydride (LAH) when R° = H) and 
subsequently with dilute aqueous acid to give the desired 3-(2-bromo-5-pyridinylmethyl)imida20l-2-ones 29 
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Scheme XII 
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Synthetic Scheme XII shows the preparation of 3-(4-bromobenzyl)imidazol-2-ones 21, 3-(5-bromo-2- 
pyridinylmethyl)imida2ol-2-ones 25, and 3-(2-bromo-5-pyridinylmethyl)imidazol-2-ones 29~from the parent 
45 imidazol-2-ones 9 (prepared in Scheme IV, Scheme V, or Scheme VI). The imidazol-2-6ne 9 is first treated 
with a base, such as potassium t-butoxide, and subsequently with the alkylating agent"4-bromobenzyI 
bromide. 13 (prepared in Scheme VII), and 17 (prepared in Scheme VIII) to give 3-(4-bromobenzyl)imidazol- 
2-ones iM, 3-(5-bromo-2-pyridinylmethyl)imidazol-2-ones 25, and 3-(2-bromo-5-pyridinylmethyl)imidazol-2- 
ones 29, respectively. 
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Scheme XIII 
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Synthetic Scheme XIII shows the preparation of 3-[[5-[2-(1H-tetra 2 ol-5-yl)phenyl]-2-pyridinyl]methylV2H- 
'""dazo.-2-ones 30 from the boronic acid 1 (prepared in Scheme I and Scheme H) and L bmSSSo" 
2one coupling reagent 25 (prepared in Scheme X and Scheme XII). The boronic acid 1 is reacted with the 
bromoim.dazol-2-one coupling reagent 25 in the presence of a palladium zero catalyst via a Snieckus 
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Scheme XIV 
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30 Synthetic Scheme XIV shows the preparation of 3-[[6-[2-(1H-tetr2ol-5-yl)phenyl]-3-pyridinyl]methyI]-2H- 
imidazol-2-ones 31 from the boronic acid ^ (prepared in Scheme I and Scheme II) and the bromoimidazol- 
2-one coupling reagent 29 (prepared in Scheme XI and Scheme XII). The boronic acid 1 is reacted with the 
bromoimidazol-2-one coupling reagent 29 in the presence of a palladium zero catalyst via a Snieckus 
coupling [see M. J. Sharp and V. Snieckus, Tetrahedron Lett. , 5997(1985)] to give the angiotensin II 

35 antagonists 31 of this invention. 
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Scheme XV 
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Scheme XVI 
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[R 5 = CON(CH 3 )C(CH 3 ) 3 ] 



COgH 
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2. HN(CH 3 )C(CH 3 ) 3 



.C(CH 3 ) 3 




1. sec-BuLi, TMEDA, THF, -78° C 

2. (CH 3 ) 3 Si-Cl 

3. Br 2 , AcOH 



C(CH 3 ) 3 




34 

[R 5 = CON(CH 3 )C(CH 3 ) 3 ] 



Synthetic Scheme XVI shows the preparation of the 4-bromopyridine coupling reagent 33 [R s = CON- 
(CH 3 )C(CH 3 )3] and the 2-bromopyridine coupling reagent 34 [R 5 = CON(CH 3 )C(CH 3 ) 3 ] froirTnicotinic acid. 
In step 1, N-tertbuty-N-methylnicotinamide is prepared from nicotinoyl chloride and N-tertbutyl-N- 
methylamine. In step 2, ortho-metalalion with sec-butyllithium gives a mixture of regioanions which are 
reacted with trimethylsilyl chloride; subsequent conversion to the corresponding bromides on treatment with 
bromine in acetic acid and separation of the regioisomers by chromatography provides 33 and 34. 
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Scheme XVII 
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/^u S r thet, ° Scheme XV " shows the Preparation of the 3-bromopyridine coupling reagent 35 [FP = CON- 
(CH 3 )C(CH3)3] from isonicotinic acid. In step 1, N-tertbutyl-N-methylisonicotinamide is "Prepared from 
.son.cotinoyl chloride and N-tertbutyl-N-methylamine. In step 2, reaction with sec-butyllithium gives the 
ortho-hthiated species which is reacted with trimethylsilyl chloride and subsequently converted to the 
corresponding bromide 35 on treatment with bromine in acetic acid. 
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Scheme XVIII 
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Synthetic Scheme XVIII shows the preparation of the 3-bromopyridine coupling reagent 36 [R 5 = CON- 
(CH 3 )C(CH 3 )3] from picolinic acid. In step 1, N-tertbutyl-N-methylpicolinamide is preparedTom picolinoyl 
chloride and N-tertbutyl-N-methylamine. In step 2, reaction with sec-butyllithium gives the ortho-lithiated 
species which is reacted with trimethylsilyl chloride and subsequently converted to the corresponding 
bromide 36 on treatment with bromine in acetic acid. 
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Scheme XIX 
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Synthetic Scheme XIX shows the preparation of 3-(pyridinylbenzyl)imidazol-2-ones 37, 38, 39 and 40 
from the common imidazol-2-one boronic acids 32 (Scheme XV) and the corresponding" broifh5"couplin5 
reagents 36 (Scheme XVIII), 33 (Scheme XVI, 35 (Scheme XVII), and 34 (Scheme XVI), respectively The 
boronic acids 32 are reacted with the bromo coupling reagents 36, 33, 35 and 34 in the presence of a 
palladium zero catalyst via a Snieckus coupling [see M. J. Sharp and V. Snieckus,~Tetrahedron Lett., 5997 
(1985)] to give the angiotensin II antagonists 37, 38, 39 and 40, respectively, of this invention. ' 
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Scheme XX 
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Synthetic Scheme XX shows the preparation of carboxylic acid analogs 41 and 1 H-tetrazole analogs 42 
from analogs which have R 5 = CON(CH 3 )C(CH 3 )3. In step 1, the N-tertbutyhN-methylamide analog 43~is 
reacted with trifluoroacetic acid at reflux to give the IM-methylamide 44. In step 2, the N-methylamide 44 is 
reacted with sodium nitrite in acetic anhydride/acetic acid at O'C tcTgive the corresponding N-methypN- 
nitrosoamide 45. In step 3, the N-methyl-N-nitrosoamide 45 is hydrolyzed in base to give the corresponding 
carboxylic acid angiotensin II antagonists of this Invention. In step 4, the acid analog 41 is reacted with 
oxalyl chloride and subsequently with anhydrous ammonia to give the primary amide 46. In step 5, the 
amlde — is reacted wjth triphenylphosphine in carbon tetrachloride at 50 *C to give the corresponding 
nitrile 47. In step 6, the nitrile 47 is reacted with trimethyltin azide in xylene at reflux to provide the 1H- 
tetrazole angiotensin II antagonists of this invention. 
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Scheme XXI 
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R 5 = C0 2 R, CN, 0*40(0^5)3, or CN 4 H 



Synthetic Scheme XXI shows the preparation of the organozinc reagent 48 from the appropriate benzoic 
acid analog 49. In step 1, the analog 49 is brominated with bromine in the "presence of a suitable catalyst 
e.g., iron, to give the 2-bromo analog 50. In step 2, the 2-bromo analog 50 was converted to the 
organolithium reagent 51^ by reaction with n-butyllithium in THF at -78 "C, a prrcess known as halogen- 
metal interchange. Alternatively, the organolithium reagent 51^ can be generated directly by the reaction of 
49 with an alkyllithium reagent in the presence or absence of a suitable complexing agent in THF at -78* C 
e.g., sec-butyllithium/TMEDA (N,N,N',N*-tetramethylethylenediamine). In step 3, the organolithium reagent 
5^ was treated with anhydrous zinc chloride at -78 and subsequently allowed to warm to ambient 
temperature. The organozinc reagent 48 was generated and used in situ. 
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Scheme XXII 
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Synthetic Scheme XXII shows the preparation of the 2-pyridinyl alkylating reagent 52 and the 3- 
pyridinyl alkylating 53 from 15 (Scheme VII) and 19 (Scheme VIII), respectively. In step 1, llTand 19 were 
coupled with 1_ using Snieckus conditions (Scheme XIII) or 48 using Negishi conditions [seeE. Negishi, A. 
O. King, and N. Okukado, J. Org. Chem. , 42, 1821 (1977)] to give 54 and 55, respectively. In step 2, the 
coupled biaryl compounds 54 and 55 were brominated using NBS/AIBN to give the 2-pyridinyl alkylating 
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reagent 52 and the 3-pyridinyl alkylating reagent 53, respectively. 

Scheme XXIII 
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Synthetic Scheme XXIII shows the preparation of 3-([5-[2-{1H-tetra20l-5-yl)phenylh2-pyridinyl]methylV 
2H-,m,da 2 ol-2-ones 30 (R^=CN4H) and 3-[[6-[2-(1H-tetrazol-5-yl)phenylh3 1 )yridinyl]methyl]-2Wmidazol-2- 
ones 31 (R -CN4H) from the parent imidazol-2-ones 9 (prepared in Scheme IV. Scheme V, or Scheme VI) 
The .midazol-2-one 9 was first treated with a base, such as potassium t-butoxide, and subsequently with the 
alkylating reagent 52 or 53 (Scheme XXII) to give 3-a5-[2-(1H-tetra26l-5-yl)phenyl>2-pyridinyl]methylh2H- 
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imidazol-2-ones 30 (R 5 =CH 4 H) and 3-[[6-[2-(1 H-tetrazol-5-^^ 
31 (R 5 = CN 4 H), respectively. 

Scheme XXIV 



CH 3 
B(OH) 2 

56 

Synthetic Scheme XXIV shows the preparation of 4-methylphenylboronic acid (56) from 4- 
bromotoluene. In step 1. the Grignard reagent was generated by the reaction of 4-bromotbluene with 
metallic magnesium in ether at reflux. In step 2, a THF solution of trimethoxyborane was cooled to -78° C 
and slowly treated with the Grignard reagent. In step 3, the boronic ester was hydrolyzed with aqueous 
hydrochloric acid to give 4-methylphenylboronic acid (56). 




1. Mg°, 0(^5)2 
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Scheme XXV 
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Synthetic Scheme XXV shows the 8-step preparation of the alkylating reagent 2-(4-bromomethyl- 
phenyl)-3-cyanopyridine<57) from 2-amino-3-picoline (58) (Aldrich). In step 1. the aminopicoline 58 was 
converted to the bromopicoline 59 by reaction with bromine, concentrated hydrobromic acid, and i5dium 
nitrite at 0* C. In step 2, the picoline 59 was oxidized with KMNO* to give the corresponding carboxylic acid 
60. In step 3, the acid 60 was reduced to the alcohol 61 with borane/THF. In step 4, the alcohol 61 was 
oxidized to the aldelyde 62 under Swern conditions or by using MnOa. In step 5, the aldehyde 62 was 
reacted with hydroxylamine to give the oxime 63. In step 6, the oxime 63 was converted to 2-brBfno-3- 
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cyanopyridine (64) with acetic anhydride at reflux. In step 7, the nitrile 64 was coupled with 4-methylphenyl- 
boronic acid (56) (Scheme XXIV) using Snieckus conditions (Scheme" XIII) to give 3-cyano-2-(4-methyl- 
phenyl)pyridine (65). In step 8, 65 was brominated with NBS/AIBN in carbon tetrachloride at reflux to give 
the desired alkylating reagent 57. 



Scheme XXVI 
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Synthetic Scheme XXVI shows the 6-step preparation of the alkylating reagent 3-(4-bromomethyl- 
phenylH-cyanopyridine(66) from 4-picoline (67) (Aldrich). In step 1, 4-picofine was brominated with 
bromine in fuming sulfuric acid at high temperatures to give 3-bromo-4-picoline (68). In step 2, the picoline 
68 was oxidized to the corresponding carboxylic acid 69 with KMn0 4 . In step~3, the acid 69 was first 

5 converted to its acid chloride with oxalyl chloride and subsequently treated with condensed ammonia to 
give the amide 70. In step 4, the amide 70 was converted to 3-bromo-4-cyanopyridine (71) by treatment 
with P2O5 at high temperatures. In step 5, the nitrile 71 was coupled with 4-methylphenylboronic acid (56) 
(Scheme XXIV) using Snieckus conditions (Scheme XIII) to give 4-cyano-3-(4-methylphenyl)pyridine (72)7Tn 
step 6, 72 was brominated with NBS/AIBN in carbon tetrachloride at reflux to give the desired alk^teting 

10 reagent 66. 
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Scheme XXVII 
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Synthetic Scheme XXVII shows the 5-step preparation of the alkylating reagent 4-(4-bromomethyl- 
phenyl)-3-cyanopyridine(73) from 4-bromopyridine (74) (Aldrich). In step 1, the ortho-bromo carbanion was 
55 generated with LDA in THF at -78° C and reacted with anhydrous DMF to give 4-bromo-3-carboxaldehyde 
75. In step 2, the aldehyde 75 was reacted with hydroxylamine to give the oxime 76. In step 3, the oxime 
76 was dehydrated with 1,V-carbony Id i imidazole in methylene chloride at refiux to give 4-bromo-3- 
cyanopyridine (77). In step 4, the nitrite 77 was coupled with 4-methylphenylboronic acid (56) (Scheme 
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XXIV) using Snieckus conditions (Scheme XIII) to give 3-cyano-4-(4-methylphenyl)pridine (78). In step 5, 78 
was brominated with NBS/AIBN in carbon tetrachloride at reflux to give the desired alkylatirtgVeagent 73. — 

Scheme XXVIII 
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Synthetic Scheme XXVIII shows the 4-step preparation of the alkylating reagent 2-cyano-3-(4- 
bromomethylphenyl)pyridine (79) from 3-bromopyridine (^) (Aldrich). In step 1, the pyridine 80 was reacted 
with hydrogen peroxide in acetic acid at reflux to give the pyridine N-oxide 81. In step 2, tFe N-oxide 81 
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was converted to 3-bromo-2-cyanopyridine (82) by reaction with trimethysilylcyanide and triethyl anine in 
acetonitrile at reflux. In step 3, the nitrile 82 was coupled with 4-methylphenylboronic acid (56) (Scheme 
XXIV) using Snieckus conditions (Scheme XIII) to give 2-cyano-3«(4-methyf phenyl) pyridine (83)*. In step 4, 
83 was brominated with NBS/AIBN in carbon tetrachloride at reflux to give the desired alkylating" reagent 79. 

Scheme XXIX 



10 
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Synthetic Scheme XXIX shows the preparation of l^^trisubstitutecJ-l.a-dihydro-a-n^ta-cyano-a- 
pyridinyl)phenyl]methylh2H-imidazol-2-ones 37 (R^CN), 1,4 f 5-trisubstituted-l,3-dihydro-3-U4-(a-cyano-4- 
pyridinyl)phenyl]methylh2H-imidazol-2-ones 38 (Rs=CN), I^.S-trisubstituted-I.S-dihydro-S-CI^^yano-S- 
pyridinyl)phenyl]methylh2H-imida2ol-2-ones 39 (R 5 =CN), and 1 ,4,5-trisubstituted-1 ,3,-dihydro-3-[[4-(3- 
cyano-2-pyridinyl)phenyl]methylh2H-imida20l-2-ones 40 (R S =CN) from the parent 1,4,5-trisubstituted-1,3- 
dihydro-2H-irnidazol-2-ones 9 (prepared in Scheme IV, Scheme V, or Scheme VI). The imidazol-2-one 9 
was first treated with a base, such as potassium t-butoxide, and subsequently with the alkylating reagents 
79 (Scheme XXVIII), 73 (Scheme XXVII), 66 (Scheme XXVI), and 57 (Scheme XXV) to give the alkylated 
products 37 (R 5 = CN), 38 (R 5 = CN, 39 (R 5 = CN), and 40 (R 5 = CN), "respectively. 

The following Examples contain detailed descriptions of the methods of preparation of compounds of 
Formula I. These detailed descriptions fall within the scope of, and serve to exemplify, the above described 
General Synthetic Procedures which form part of the invention. These detailed descriptions are presented 
for illustrative purposes only and are not intended as a restriction on the scope of the invention. All parts are 
by weight and temperatures are in degrees Centigrade, unless otherwise indicated. 

Example 1 




1,4-dibutyl-1,3^lhydro-3^6-[2-(1H-tetrazol-5-yl)pheny0-3-pyrjdiny0m 

Ste P 1 : Preparation of N-t-Boc-L"norleucine-N>methoxy-N-methylamide . 

Under nitrogen, a stirred solution of 400 g (1.73 mol) of N-t-Boc-norleucine (BACHEM) and 193 g (1.9 
mol) of triethylamine (TEA) in 3000 mL of dichloromethane (DCM) at -50 ° C was treated with 258 g (1 9 
mol) of isobutyl chlorformate. After 30 min, 203 g (2.08 mol) of solid N.Odimethylhydroxylamine hydrochlo- 
ride was added followed by 210.5 g (2.08 mol) of TEA at such a rate as to maintain the reaction 
temperature at -35 *C. The reaction was stirred at -15 'C for 1 h and then allowed to warm to ambient 
temperature and stir overnight. The reaction was washed with 1 M citric acid, NaHGOa (sat), and brine. The 
solution was dried (Naz SO*) and concentrated in vacuo to give 499.3 g of crude product as a pale green oil- 
NMR (CDCI 3 ) B 0.88 (t, J = 7 Hz, 3H), 1.28-1.38 <mT4H), 1.43 (s. 9H), 1.49-1.57 (m, 1H), 1.63-1.75 (m, 1H) 
3.20 (s, 3H), 3.76 (s, 3H), 4.60-4.72 (m, 1 H), 5.1 3 (d, J = 8 Hz, 1 H). 

Step 2A : Preparation of 1 ,4-dibutyH ,3-dihydro-2H-imidazol-2-one: Method A. 



Under nitrogen, a stirred solution of 449 g of crude N-t-Boc-L-norleucine-N-methoxy-N-methylamide 
from Step 1 in 1350 mL of methylene chloride at 0 -C was treated with 1350 mL of trifluoroacetic acid 
(TFA). The reaction was allowed to warm to ambient temperature and stir. After 2 h, the reaction was 
concentrated in vacuo to give the TFA salt of L-norieucine-N-methoxy-N-methylamide as a viscous colorless 
oil: NMR (CDCI3) 5 0.88 (t, J = 7 Hz, 3H), 1.30-1.40 (m, 4H), 1.88 (t, J = 7 Hz, 2H), 3.25 (s, 3H), 3.75 (s. 3H) 
4.35-4.46 (m, 1H), 7.55-7.76 (br s, 3H). The TFA salt was cooled to 0 • C and treated with aqueous sodium 
hydroxide until the pH was 10. The resulting solution was continuously extracted with ether for 24 h 
continuously extracted with ether/DCM (3:1) for 24 h, and continuously extracted with ether/DCM (1:1) for 24 
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h. The organic layer was dried (Na2SO<) and concentrated in vacuo to give 245 g (83% from N-t-Boc- 
norleucine) as the monohydrate. Under nitrogen, a solution of this material in 100 mL of chloroform at 0"C 
was slowly treated with 208 g (2.1 mol) of neat n-butylisocyanate over 15 min. The reaction was allowed to 
warm to ambient temperature and stir for 3 h. The reaction was concentrated in vacuo; purification by silica 

5 gel chromatography (Waters Prep-500A) using ethyl acetate gave 299.5 g as acolorless oil: NMR (CDCI 3 ) 8 
0.83-0.95 (m, 6H), 1.25-1.47 (m, 8H), 1.48-1.60 (m, 1H), 1.63-1.75 (m, 1H). 3.02-3.26 (m, 2H), 3.21 (s, 3H), 
3.84 (s, 3H), 4.82-4.93 (m, 1H). Under nitrogen, 299 g (1.09 mol) of this material was dissolved in 600 mL of 
anhydrous diethyl ether; the solution was cooled to -15° C and slowly treated with 720 mL (720 mmol) of a 
1.0 M solution of lithium aluminum hydride (LAH) in ether. The reaction was allowed to warm to ambient 

w temperature and stir overnight prior to the addition of 50 mL of ethyl acetate. A solution of 285 g (2 mol) of 
potassium bisulfate in 1500 mL of water was added cautiously and the reaction stirred for 4 h. The reaction 
mixture was transferred to a separatory funnel and the phases separated. The aqueous phase was extracted 
8 times with additional ether. The combined ether extracts were washed 3 times each with 3N hydrochloric 
acid, saturated sodium bicarbonate, and brine. The ether extract^ were then dried (MgSO*) and con- 

75 centrated in vacuo to give 228 g (68% from N-t-Boc-norleucine) of 1 ,4-di butyl- 1 ,3-dihydro-2H-i midazol-2- 
one as a viscous colorless oil which solidified on storage in the refrigerator: NMR (CDCI 3 ) 8 0.91 (t, J = 7 Hz, 
3H), 0.93 (t, J = 7 Hz, 3H), 1.28-1.41 (m, 4H), 1.47-1.65 (m, 4H), 2.36 (td, J = 7 and 1 Hz, 2H), 3.55~(t, J = 7 
Hz, 2H), 5.84 (t, J = 1 Hz, 1 H), 9.78 (br s, 1 H). 

20 Step 2B : Preparation of 1 ,4-dibutyl-1 ,3-dihydro-2H-imidazol-2-one: Method B . 

Under nitrogen, a stirred solution of 67.8 g (0.26 mol) of N-t-Boc-norleucine-N-methoxy-N-methylamide 
from Step 1 in 550 mL of anhydrous diethyl ether at 0 °C was treated with 145 mL (145 mmol) of a 1 M 
solution of lithium aluminum hydride (LAH) in ether over a 30 min period. The reaction was allowed to stir 

25 for an additional 30 min and then was quenched with the addition of 10 mL of ethyl acetate. The reaction 
was diluted with 1 L of cold water to which 63 g (0.46 mol) of potassium hydrogen sulfate had been added 
and the mixture stirred vigorously for 15 min. The phases were separated and the aqueous phase extracted 
4 times with ether; the extracts were combined, washed 3 times with 3 N hydrochloric acid, once with 
saturated sodium bicarbonate, and once with brine, dried (Na2S04> and concentrated in vacuo to give 47.6 

30 g (84%) of N-t-Boc-L-norleucinal as a colorless waxy solid: NMR (CDCb) 5 0.91 (t, J = 7 Hz, 3H), 1.34-1.41 
(m, 4H), 1.46 (s, 9H), 1.55-1.64 (m, 1H), 1.80-1.95 (m, 1H), 4.16-4.30 (m, 1H), 5.07-5.15 (m, 1H), 9.59 (s, 
1H). Under nitrogen, a stirred solution of 10.0 g (46.4 mmol) of this material in 10 mL of dioxane 
(anhydrous) at 0 °C was treated with 120 mL (480 mmol) of 4 N hydrogen chloride in dioxane over a 10 
min period. The reaction was allowed to stir at 0 °C for an additional 20 min after the addition was 

35 complete and then concentrated in vacuo . The residue was dissolved in 200 mL of chloroform and treated 
with 77.4 g (0.78 mol) of butyl isocyanate. The mixture was stirred at ambient temperature for 24 h, stirred 
at 40 *C for 24 h, and concentrated in vacuo . Purification of the reddish colored residue by silica gel 
chromatography (Harrison Chromatotron) using ethyl acetate/2-propanol (95:5) gave 160 mg (1.7% from N- 
t-Boc-L-norieucinal) of 1 ,4-dibutyl-1 ,3-dihydro-2H-imidazol-2-one as an yellowish oil: NMR (CDCI 3 ) 8 0.91 (t, 

40 J = 7 Hz, 3H), 0.93 (t, J = 7 Hz, 3H), 1.28-1.41 (m, 4H), 1.47-1.65 (m, 4H), 2.36 (td, J = 7 and 1 Hz. 2H), 3.55 
(t, J = 7 Hz, 2H), 5.84 (t, J = 1 Hz, 1H), 9.78 (br s, 1H); MS (FAB) m/e (rel intensity) 197 (100), 153 (12), 141 
(12), 125 (8), 111 (7). " 

Step 2C: Preparation of 1 ,4-dibutyl-1 ,3-dihydro-2H-imidazol-2-one: Method C . 

45 ' ~ " 

Under nitrogen, a solution of 27.0 g (125 mmol) of N-t-Boc-L-norleucinal from step 2B, 39.1 g (376 
mmol) of 2,2-dimethyl-1,3-propanediol, and 1.18 g (6.2 mmol) of p-toluenesulfonic acid monohydrate in 220 
mL of benzene was stirred at reflux for 22 h over a Dean-Stark trap. The reaction was cooled, diluted with. 
300 mL of ethyl acetate, washed sequentially with saturated sodium bicarbonate and brine, dried (Na2SO*). 

so and concentrated in vacuo to give 38.27 g of crude ketal which was a red oil: NMR (CDCb) 8 0.71 (s, 3H), 
0.89 (t, J = 7Hz 3H), 1.16 (s, 3H), 1.20-1.52 (m, 5H), 1.45 (S, 9H), 1.58-1.72 (m. 1H). 3.35-3.46 (m, 2H), 3.56- 
3.63 (m, 2H), 4.43 (s, 1H), 4.66 (d, J = 9Hz, 1H). Under nitrogen, a 38.2 g sample of the crude ketal was 
dissolved in 200 mL of methylene chloride; the solution was cooled to 0 'C and treated with 200 mL of 
trifluoracetic acid. The reaction was allowed to warm to ambient temperature and stir for 2 h. Concentration 

55 vacuo Save the crude TFA salt of the free amino ketal as a red viscous oil: NMR (CDCb) 5 0.75 (s, 3H), 
0.90 (t, J = 7 Hz, 3H), 1.13 (s, 3H), 1.27-1.42 (m, 4H), 1.60-1.82 (m, 2H), 3.27-3.38 (m, 1H), 3.42-3.52 (m, 
2H), 3.63-3.72 (m, 2H), 4.58 (d, J = 3 Hz, 1H), 7.1-7.5 (br s, 3H). Under nitrogen, the crude TFA salt was 
redissolved in 100 mL of methylene chloride and treated with 264 g (2.66 mol) of butyl isocyanate. The 
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reaction was stirred at ambient temperature for 17 h. The reaction was concentrated in vacuo to give the 
crude N-butyl urea of the ketal as a red oil. Purification of a small sample by silica geFcriromatography 
(Harrison Chromatotron) using ethyl acetate/hexane (1:1) gave the pure N-butyl urea as a paJe yellow oil- 
NMR (CDCfe) 5 0.71 (s, 3H), 0.89 <t, J = 7 Hz. 3H), 0.92 (t, J = 7 Hz, 3H), 1.16 (s, 3H), 1.23-1.54 (m 9H) 
1.61-1.75 (m, 1H), 3.09-3.21 (m, 2H), 3.37-3.46 (m, 2H), 3.56-3.64 (m, 2H), 3.68-3.79 (m, 1H). 4.32-4.47 (br 
s, 1H), 4.42 (d, J =3 Hz, 1H). Under nitrogen, a solution of the crude N-butyl urea ketal in 1 L of 1,4-dioxane 
was treated with 1 L of 6 N hydrochloric acid. The reaction was allowed to stir at ambient temperature for 
16 h and then warmed to 60 0 C and stirred for an additional 24 h. The reaction was concentrated in vacuo; 
the residue was treated with ethyl acetate and filtered. The ethyl acetate solution was dried (MgSOT)~irKJ 
concentrated in vacuo to give the crude product. Purification by silica gel chromatography (Waters Prep- 
500A) using methylene chioride/2-propanol (95:5) gave 4.95 g (20% from N-t-Boc-L-norleucinal) of 1,4- 
dibutyl-1,3-dihydro-2H-imidazol-2-one as a pale yellow oil: NMR (CDCI 3 ) 8 0.91 (t, J = 7 Hz, 3H) 0 93 (t 
J = 7 Hz, 3H) 1.28-1.41 (m, 4H), 1.47-1.65 (m, 4H), 2.36 (td, J=7 and 1 Hz, 2H), 3.55~(t, J = 7Hz 2H) 584 
(t, J = 1 Hz, 1H),9.78(br «;-rH). ~ - 

Step 3 : Preparation of 2-bromo-5-pic oline. 

A solution of 1500 mL (i4 mol) of 48% hydrobromic acid was cooled to 10 and 300 g (2.8 mol) of 
2-amino-5-picoline (Aldrich) was added slowly. The solution was maintained at or below 0 'C while 450 mL 
(8.8 mol) of bromime was added dropwise. After the bromine addition was complete, a solution of 500 g 
(7.3 mol) of sodium nitrite in 1000 mL of water was added slowly over 6 h. The reaction pH was adjusted by 
the careful addition of 1500 mL (56 mol) of 50% sodium hydroxide at such a rate that the temperature was 
maintained below 30 ■ C. The product precipitated from the nearly colorless reaction mixture; filtration gave 
450 g (94%) of 2-bromo-5-picoline as a yellow powder: mp 38-40 °C; NMR 7.27 (s. 1H) 7 28 (s 1H) 712 
(br s, 1H). ' 

Step 4 : Preparation of 2-bromo-5-bromomethylpyridine . 

A solution of 296.3 g (1.72 mol) of 2-bromo-5-picoline from step 3 in 6 L of carbon tetrachloride was 
treated with 306.5 g (1.72 mo!) of N-bromosuccinimide (NBS) and 28.3 g (173 mmol) of 
azobisisobutyronitrile (A.BN). The reaction was stirred at reflux under nitrogen for 3 h, filtered, and 
concentrated in vacuo providing 476 g of crude 2-bromo-5-bromomethylpyridine as a brownish yellow solid 
(NMR indicates that this material is only 69% monobromomethyl product): NMR (CDCfe) 5 4 42 (s 2H) 7 48 
<d. J = 9 Hz, 1H), 7.60 (dd, J = 9 and 3 Hz, 1H), 8.37 (d, J = 3 Hz, 1H). 

Ste P 5 : Preparation of 1 ,4-dibutyl-1 t 3-dihydro-3-[(6-bromo-3-pyridinyl)methylh2H-imidazol-2-one . 

Under nitrogen, 138 mL (138 mmol) of 1.0 M potassium t-butoxide in THF was added to a stirred 
solution of 24.5 g (125 mmol) of 1 ,4-dibutylimidazol-2-one from step 2A in 370 mL of DMF at -30 °C at 
such a rate to maintain the solution temperature below -20 °C. After 10 min, 50 g [138 mmol (69% purity)] 
of 2-bromo-5-bromomethylpyridine from step 4 and 2.7 g (18.1 mmol) of sodium iodide were added. The 
reaction was stirred at 0 • C for 2 h and then allowed to slowly warm to ambient temperature overnight. The 
reaction was partitioned between ethyl acetate and water; the organic layer was washed twice with brine 
and the combined aqueous phases were back-extracted with ethyl acetate. The ethyl acetate extractions 
were combined, dried (MgSO*), and concentrated in vacuo . Purification by silica gel chromatography 
(Waters Prep-500A) using hexane/ethyl acetate (25:75) gave 33 g (73%) of 1 ,4-dibutyl-1 ,3-dihydro-3-[(6- 
bromo-3-pyridinyl)methylh2H-imdazol-2-one as a reddish-brown waxy solid: NMR (CDCfe) 5 0.89 (t, J =7 
Hz, 3H), 0.95 (t, J = 7 Hz, 3H), 1.25-1.51 (m, 6H), 1.57-1.71 (m, 2H), 2.22 (t, J = 8 Hz, 2H), 3.60 (t J = 7~Hz 
2H), 4.80 (s, 2H), 5.90 (s, 1 H), 7.43 (d, J = 9 Hz, 1 H), 7.49 (dd, J = 9 and 2 Hz, _ 1 H), 8.24 (d, J = 2Hz, 1 H). 

Ste P 6 : Preparation of 2-(N-triphenylmethyltetrazoh5-yl)phenylboronic acid . 

A 64 g (350 mmol) sample of 2-bromobenzonitrife (Aldrich) was dissolved in 650 mL of xylene and 
treated with 22.75 g (350 mmol) of sodium azide and 95 mL (350 mmol) of tributyltin chloride at reflux for 
48 h. The reaction was filtered; the filtrate was treated with 50 mL of anhydrous tetrahydrofuran (THF) and 
20 g (550 mmol) of hydrogen chloride. The reaction was stirred for 2 h; filtration gave 59.6 g (76%) of 5-(2- 
bromophenylMH-tetrazole: mp 178-180 'C; NMR (DMSO-de) 6 7.50-7.64 (m, 2H), 7.67-7.74 (m, 1H), 7.83- 
7.91 (m, 1H). A 41.8 g (187 mmol) sample of this material was dissolved in 650 mL of methylene chloride 
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and treated with 55.5 g (193 mmol) of triphenylmethyl chloride and 30 mL (220 mmol) of anhydrous 
triethylamine. The reaction was stirred overnight at reflux, cooled to ambient tempeature, washed with 
water, dried (MgSOO, and concentrated in vacuo . Recrystallization from toluene/hexane gave 80.7 g (92%) 
of N-triphenylmethyl-5-(2-bromophenyl)-1H-tetrazole: mp 160-162 a C; NMR (CDCI 3 ) 6 7.14-7.21 (m, 6H), 

5 7.26-7.45 (m, 11H), 7.70 (dd, J = 8 and 1.5 Hz, 1H), 7.89 (dd, J = 7.5 and 2 Hz, 1H). A 34.05 g (73.0 mmol) 
sample of this material was dissolved in 1700 mL of THF under a nitrogen atmosphere and treated with 73 
mmol of n-butyllithium in hexane. The reaction was allowed to stir for 17 min and then was treated with 24.9 
mL (220 mmol) of trimethyl borate. The reaction was allowed to come to ambient temperature overnight 
while stirring, quenched with 10 mL of methanol, and concentrated in vacuo. The residue was dissolved in 

10 1M NaOH and extracted with toluene to remove any unreacted starting material. The pH was adjusted to 6 
with 6M HCI and the product extracted with toluene and dried (MgSO*). Hexane was added and the solution 
kept in the freezer overnight. Filtration provided 31.3 g (99%) of 2-(N-triphenylmethyltetrazol-5-yl)- 
phenylboronic acid: NMR (CDCI3) h 7.13-7.21 (m, 7H), 7.33-7.42 (m, 8H), 7.49-7.55 (m, 2H), 8.15-8.19 (m 
1H), 8.21-8.26 (m, 1H). 

15 

Step 7 : Preparation of 1 ,4-dibutyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y()phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one. 



A solution of 21.7 g (50.2 mmol) of 2-(N-triphenylmethyltetrazol-5-yl)phenylboronic acid from step 6 in 

20 80 mL of ethanol and 130 mL of toluene was added to a mixture of 5 g (4 mmol) of tetrakis- 
(triphenylphosphine) Pd(0), 16.75 g (45.8 mmol) of 1 ,4-dibutyM ,3-dihydro-3-[(6-bromo-3-pyridinyl)methyl]- 
2H-imidazol-2-one from step 5, 225 mL of toluene, 100 mL of 2 M sodium carbonate, and 150 mL of 
ethanol. The reaction mixture was heated to reflux and vigorously stirred under nitrogen for 14 h. The pH 
was adjusted to 6 with acetic acid and the reaction concentrated in vacuo . The product was purified by 

25 silica gel chromatography (Waters Prep-500A) using 2-propanol/methylene chloride (0-50%) followed by 
reverse phase chromatography (Waters Deltaprep-3000) using acetonitrile/water (30-35:70-65) (0.05% TFA). 
The pure fractions (by analytical HPLC) were combined, the acetonitrile removed in vacuo, and the water 
extracted 4 times with chloroform. The extracts were combined, dried (MgSCM, andconcentrated in vacuo. 
Recrystallization from ethyl acetate gave 8.5 g (43%) of colorless 1 ,4-di butyl- 1 ,3-dihy drcn3-[[F-[2^TH- 

30 tetrazo!-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one as a colorless solid: mp 170-171 *C; NMR 
(CDCI3) 5 0.88 <t, J = 7 Hz, 3H), 0.96 (t, J=7 Hz, 3H), 1.28-1.54 (m. 6H), 1.61-1.72 (m, 2H), 2.28 (t, J=8 Hz, 
2H), 3.63 (t, J = 7 Hz, 2H), 4.96 (s, 2H), 5.96 (s, 1H), 7.36 (d, J =9 Hz, 1H), 7.47-7.58 (m, 3H), 7.67 (dd, J = 9 
and 2 Hz, 1H), 8.06-8.13 (m, 1H), 8.52 (d, J, =2 Hz, 1H); MS (FAB) m/e (rel intensity) 432 (100), 404 (1 8), 
237 (14), 209 (92), 180 (82); HRMS. Caic'd for M + H: 432.2512. Found: 432.2554. Anal. Calc'd for 

35 C24H 29 N 7 0: C, 66.80; H, 6.77; N, 22.72. Found: C, 66.59; H, 6.85; N, 22.57. 

Example 2 




55 

1,4-dipropyl-1,3-dihydro-3H6-[2-(1H-te^ 

Step 1 : Preparation of 1 ,4-dipropyH ,3-dihydro-2H-imidazol-2-one. 
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Following General Synthetic Schemes III and IV, 1 ,4-dipropyM ,3-dihydro-2H-imidazol-2-one was pre- 
pared: NMR (CDCfe) a 0.92 (t. J = 7 Hz, 3H), 0.93 (t, J = 7 Hz, 3H), 1.57 (m, J = 7 Hz, 2H), 1.67 (m,J=7 Hz 
2H), 2.34 (td, J = 7 and 1 Hz, 2H), 3.52 (t, J = 7 Hz, 2H), 5.86 (t, J = 1 Hz, 1H), 10.06 (br s, 1H); MS (FAB) 
m/e (rel intensity) 169 (100), 153 (4), 139 (9), 127 (9); HRMS. Calc~d for M + H: 169.1341. Found 169.1346. 

Ste P 2 : Preparation of 1 ,4-dipropyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol -5-yi)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one. ~ 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
10 converted to 1 ,4-dipropyl-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one 
as a colorless solid: NMR (CDCfe) 50.94 (t, J = 7 Hz, 3H), 0.95 (t, J = 7 Hz, 3H), 1.53 (m, J = 7 Hz, 3H), 1.71 
(m, J = 7Hz, 2H), 2.27 (td, J = 7 and 1 Hz, 2H), 3.60 (t, J = 7 Hz, 2H), 4.95 (s, 2H), 5.97 (t, J = 1 Hz, 1H), 7.33 
(d, J = 8 Hz, 1H), 7.47-7.57 (m, 3H), 7.64 (dd, J = 8 and 2 Hz, 1H). 8.04-8.11 (m, 1H), 8.52 (d, J = 2Hz! 1H)- 
MS (FAB) m/e (rel intensity) 404,(83), 376 (22), 347 (8), 237 (7), 209 (100), 180 (98); HRMS. Calc'd for 
75 M + H: 404.2199. Found: 404.2177. 

Example 3 



20 



25 



30 




35 



1 ^ropyl-4-isobutyl-1^ihydro-3-^^ 



one 



Ste P 1 : Preparation of 1-propyl-4-isobutyl-1,3-dihydro-2H-imidazol-2-one. 

40 

Following General Synthetic Schemes III and IV, 1-propyl-4-isobutyl-1,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCfe) 50.91 (d, J=7 Hz, 6H), 0.93 (t, J = 7 Hz, 3H), 1.60-1.72 (m, 2H), 1.83 (m, J = 7 Hz 
1H), 2.21 (d, J = 7 Hz, 2H), 3.52 ft. J = 7 Hz, 2H), 5.84-5.87 (m, 1H), 9.78 (br s. 1H); MS (FAB)"m/e (rel 
intensity) 183 (100), 167 (4), 153 (2), 139 (15); HRMS. Calc'd for M + H: 183.1497. Found: 183.1492 

45 

Ste P 2 : Preparation of 1-propyl-4>isobutyH,3-dihydro-3-[[6- r2K1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl> 
2H-imidazol-2-one. ~ " 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-bne from Step 1 was 
50 converted to 1 -propyl-4-isobutyM ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H- 
imidazol-2-one as a colorless solid: NMR (CDCfe) 8 0.90 (d, J =7 Hz, 6H), 0.95 (t, J =8 Hz, 3H), 1.62-1.78 
(m, 3H), 2.16 (dd, J = 7 and 1 Hz, 2H), 3.61 (t, J = 7 Hz, 2H), 4.97 (s, 2H), 5.98 (s, 1H7, 7.30 (d, J = 8 Hz, 1H) 
7.45-7.55 (m, 3H), 7.60 (dd, J = 8 and 2Hz, 1H), 8.01-8.07 (m, 1H), 8.49 (d, J = 2Hz, 1H); MS (FAB) m/e (rel 
intensity) 418 (45), 390 (15), 375 (4), 361 (4), 237 (10), 209 (93), 195 (367, 180 (100); HRMS. Calc'd for 
55 M + H: 418.2355. Found: 418.2383. 



Example 4 
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1 -butyl-4-isobutyl-1 ,3-dlhydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny n-3-pyridinyamethyl]-2H-imidazol-2-one 

20 Step 1 : Preparation of 1-butyl-4-isobutyM,3-dihydro-2H-imidazo)-2-o ne^ 

Following General Synthetic Schemes III and IV, 1-butyl-4-isobutyl-1,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCI 3 ) 50.91 (d. J = 7 Hz, 6H). 0.94 (t, J = 7 Hz. 3H), 1.28-1.41 (m, 2H), 1.57-1.68 (m, 2H) 
1.75-1.87 (m. 1H), 2.21 (d, J = 7 Hz, 2H), 3.55 (t. J = 7 Hz. 2H). 5.86 (s. 1H). 8.86 (br s. 1H); MS (FAB) m/e 
25 (rel intensity) 197 (100). 181 (6). 173 (5). 167 (3). 153 (30). 141 (20), 125 (6), 111 (5); HRMS. Calc'd for 
M + H: 197.1654. Found: 197.1637. 

Step_2: Preparation of 1-butyl-4-isobutyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl-3-pyrid inyl]methyl]-2H- 
imidazol-2-one. — _ 

30 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-butyl-4-isobutyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3"pyridinyl]methyl]-2H-imidazol- 
2-one as a colorless solid: NMR (DMSO-d 6 ) 50.82 (d, J = 6 Hz, 6H), 0.88 (t, J = 7 Hz, 3H), 1.17-1.32 (m, 3H). 
1.49-1.65 (m, 2H), 2.21 (d, J = 7 Hz, 2H), 3.52 (t, J = 7 Hz, 2H), 4.81 (s, 2H)76.29 (s, 1H), 7.45 (d, J =8 Hz! 
35 1H), 7.58-7.79 (m, 5H), 8.25 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 432 (65), 404 (20), 375~(5), 237 
(20), 209 (100), 194 (30), 180 (65); HRMS. Calc f d for M + H: 432.2512. Found: 432.2562. 

Example 5 



40 




55 



1-butyl-4-isopentyl-1,3<lihydro^ 
one 

91 

BNSDOCID: <EP 0508393A1_I_> 



EP 0 508 393 A1 



Step 1 : Preparation of 1-butyl^isopentyl"1,3-dihyc»r(>2H-imidazol-2"one. 

Following General Synthetic Schemes III and IV, 1-butyl-4-isopentyl-1,3-dihydro-2H-imida2ol-2-one was 
prepared: NMR (CDCfe) 50.90 (d, J = 7 Hz, 6H), 0.93 (t, J = 7 Hz, 3H), 1.26-1.67 (m, 7H), 2.35 (t, J =7 Hz, 
5 2H), 3.54 (t, J = 7 Hz, 2H), 5.83 (br s, 1H), 9.40 (br s, 1H); MS (FAB) m/e (rel intensity) 211 (100)7195 (8)' 
167 (15), 153 (25), 132 (8), 111 (20); HRMS. Calc'd for M + H: 211.1810. Found: 211.1802. 

Ste P 2 Preparation of 1-butyl-4-isopentyH ,3-dihydro-3-[[6-[2-(1 H-tefrazol-5-yl)phenylh3-pyri dinyl]methyi}- 
2H-imidazol-2-one. " ~~ 

10 

Following General Synthetic Schemes XII and XIV or XXIII, the imtdazol-2-one from Step 1 was 
converted to 1 -butyl-4-isopentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl}-3-pyridinyl]methyl]-2H- 
imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 50.87 (d, J = 7 Hz,6H), 0.95 (t, J = 7 Hz, 3H), 1.30-1.43 (m, 
4H), 1.50-1.72 (m, 3H), 2.28 (t, J = 8 Hz, 2H), 3.62 (t, J = 7 flz, 2H), 4.97 (s, 2H),~5.95i<s, 1H)! 7.32 (d, J = 9 
75 Hz, 1H), 7.46-7.56 (m, 3H), 7.69 (dd, J = 9 and 2Hz, 1H), 7.97-8.03 (m, 1H), 8.48 (br s, 1H); MS (FAB)~m/e 
(rel intensity) 446 (100), 418 (25), 237 (15), 209 (75), 180 (65); HRMS. Calc'd for M + H: 446.2669. Found • 
446.2654. 

Example 6 

20 



25 



30 



35 




1-butyl-4-pentyl-1,3-dihydro-3-E6^ 

40 Step 1 : Preparation of 1-butyl-4-pentyl-1,3-dihydro-2H-imidazol-z-one. 

Following General Synthetic Schemes III and IV, 1-butyl-4-pentyl-1,3,-dihydro-2H-imidazol-2K)ne was 
prepared: NMR (CDCfe) 60.88 (t, J =7 Hz, 3H), 0.92 (t, J = 7 Hz, 3H),1.24-1.43 (m, 6H), 1.47-1.70 (m, 4H). 
2.35 (t, J =7 Hz, 2H), 3.55 (t, J = 7 Hz, 2H), 5.82-5.87 (m, 1H), 9.60 (br s, 1H); MS (FAB) m/e (rel intensity) 
45 211 (100), 155 (15); HRMS. Calc'd for M + H: 211.1810. Found: 211.1796. 

Step_2: Preparation of 1 -butyl -4-penty 1-1 t 3-dihydro-3-[[6-[2-(1H-tetrazol-5-yl)phenylh3 -pyridinyl]methylh2H- 
imidazol-2-one. ~ ' ~ 

so Following General Synthetic Schemes XII and XIV or XXIII, the imidazoi-2-one from Step 1 was 
converted to 1 -butyl -4-penty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2- 
one as a colorless solid: mp 176-177* C; NMR (CDCfe) 50.87 (t, J = 7 Hz, 3H), 0.96 (t, J = 8 Hz, 3H), 1.24- 
1.43 (m, 6H), 1.45-1.56 (m, 2H), 1.61-1.72 (m, 2H), 2.29 (t, J = 8 Hi, 2H), 3.63 (t, J = 8 Hz", 2H), 4.96 (s, 2H), 
5.97 (s, 1H), 7.45 (d, J = 8 Hz, 1H), 7.50-7.62 (m, 3H), 7.79 (dd, J =8 and 2 Hz, 1H), 8.11-8.18 (m, 1H), 8.55 

55 (d, J = 2 Hz); MS (FAB) m/e (rel intensity) 446 (76), 418 (27), 403 (8), 390 (8), 389 (8), 237 (25), 209 (100), 
194 (35), 180 (79);HRMS. Calc'd for M + H: 446.2668. Found: 446.2677. 

Example 7 
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1-butyl-4^clohexyl-1,3<lihydro-^ 
one 

20 

Step 1 : Preparation of 1-butyl-4-cyclohexyl-1,3>dihydro-2H-imida20>-2-one. 

Following General Synthetic Schemes III and IV, 1-butyl-4-cyclohexyl-1,3-dihydro-2H-imidazol-2-one 
was prepared: NMR (CDCfe) 50.93 (t, J =7 Hz. 3H), 1.12-1.42 (m. 8H). 1.55-1.84 (m, 8H). 1.84-1.95 (m. 2H) 
25 2.25-2.38 (m. 1H), 3.54 (t,J = 7 Hz. 2H). 5.79 (q. J = 1 Hz, 1H). 8.97 (br s, 1H); MS (FAB) m/e (rel intensity) 
223 (100). HRMS. Caic'd for M + H: 223.1810. Found: 223.1811 . 

Ste P 2 : Preparation of 1-butyl-4-cyclohexyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh 3-pyridinyl]methyl> 
2H-imidazol-2-one. ~ 

30 

Following General Synthetic Schemes XII and XIV or XXIII. the imidazol-2-one from Step 1 was 
converted to 1 -butyl-4-cyclohexyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl) phenyl]-3-pyridinyi]methyl]-2H- 
imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 50.96 (t, J = 7 Hz, 3H), 1.12-1.45 (m, 8H), 1.57-1.89 (m 
8H), 2.20-2.23 (m, 1H). 3.62 (t. J = 7 Hz. 2H). 5.02 (s. 2H), 5.96 (s. 1H), 7.53-7.68 (m, 4H), 8.03 (d. J = 8 Hz! 
35 1H). 8.12-8.19 (m, 1H). 8.59 (d. J = 2 Hz. 1H); MS (FAB) m/e (rel intensity) 458 (70). 430 (20). 222 (20)' 
HRMS. Caic'd for M + H: 458.2668. Found: 458.2676. 

Example 8 
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1 -butyl-4-cyclopentyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny q-3-pyridinyqmethyQ-2H-imidazol-2- 
one 
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Step 1: Preparation of 1-butyl-4^yclopentyl-1 t 3^ihydro-2HHmidazol-2>one. 

Following General Synthetic Schemes III and IV, 1-butyl-4-cyclopentyl-1 f 3-dihydro-2H-imidazol-2-one 
was prepared: NMR (CDCfe) 50.94 (t, J = 7 Hz, 3H), 1.17-1.42 (m, 4H), 1.42-1.80 (m, 6H). 1.89-2.01 (m, 2H) 
5 2.64-2.93 (m, 1H), 3.55 (t, J = 7 Hz, 2H), 5.84 (q, J = 1 Hz, 1H), 9.90 (br s, 1H); MS (FAB) m/e (rel intensity) 
209 (100), 153 (10); HRMS. Calc'd for M + H: 209.1654. Found: 209.1725. 

Ste P 2 : Preparation of 1 -butyl-4-cyclopentyl-1 ,3-dihydro-3-[6-[2-(1 H-tetrazol-5"yl)phenylh3-pvrid inyl]methylh 
2H-imidazol-2-one. ~~ 

10 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -butyl-4-cyclopentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methy^2H- 
imidazol-2-one as a colorless solid: mp 195-196° C (dec); NMR (CDCfe) 50.95 (t, J = 8 Hz, 3H), 1.30-1.49 
(m, 4H), 1.53-1.77 (m, 6H), 1.83-1.95 (m, 2H), 2.61-2.74 (m, 1H), 3.62 (t, J = 8 Hz, 2H), 5.01 Ks, 2H), 5.97 (d, 
15 J = 1 Hz, 1 H), 7.37 <d, J = 8 Hz, 1 H), 7.48-7.58 (m, 3H), 7.70 (dd, J = 8 and 2 Hz, 1 H), 8.03-8.1 0 (m, 1 H), 8.52 
(d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 444 (57). 416 (17), 237 (20), 209 (100), 194 (34), 180 (70V 
HRMS. Calc'd for M + H: 444.2512. Found: 444.2487. 

Example 9 

20 



25 



30 




1 -butyl-4-(2-cyclopropylethyl)-1 ,3-d ihydro-3-H6-[2-(1 H-tetra2Ol-5-yl)phenyl]-3-pyricliny0methyl]-2H- 
imidazol-2-one 

40 

Step 1 : Preparation of 1-butyl-4-(2-cyclopropyiethyl)-1,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-butyl-4-(2-cyclopropylethyl)-1,3-dihydro-2H-imidazol- 
2-one was prepared: NMR (CDCI 3 ) 50.00-0.07 (m, 2H), 0.37-0.45 (m, 2H), 0.61-0.76 (m, 1H). 0 92 (t J = 7 
45 Hz, 3H), 1 .2*1 .48 (m, 4H), 1 .55-1 .67 (m, 2H). 2.46 (t, J = 7 Hz, 2H), 3.54 (t, J = 7 Hz, 2H), 5.82-5.86 (m, _ 1 H), 
10.0 (br s, 1H); MS (FAB) m/e (rel intensity) 209 (100), 193 (4), 179 (3), 165 (8), 153 (30), 137 (4), 123 (4), 
111 (10); HRMS. Calc'd for M + H: 209.1654. Found: 209.1721. 

Ste P 2 Preparation of 1 -buty1-4-(2-cyclopropy lethylH ,3-dihydro-3-[[6-[2-( 1 H-tetrazol-5-yl)phenylh3- 
50 pyridinyl]methyl}-2H-imidazol-2-onier " ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-bne from Step 1 was 
converted to 1 -butyl-4~(2-cyciopropylethyl)-l ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylJ-3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: NMR (CDCJ 3 ) 50.00-0.07 (m, 2H), 0.40-0.47 (m, 2H), 0.63-0.77 (m 
55 1H), 0.94 (t. J = 7 Hz, 3H). 1.03-1.45 (m, 4H), 1.65 (m, J = 7 Hz, 2H), 2.40 (t, J = 7 Hz, 2H), 3.62 (t, J =7 Hz! 
2H), 4.99 (s, 2H), 5.97 (s, 1H), 7.35 (d, J =8 Hz, 1H), 7.46-7.56 (m, 3H), 7.74 7dd, J = 8 and 2 Hz, 1H), 7.97- 
8.04 (m, 1H), 8.50 (d, J = 1 Hz, 1H); MS (FAB) m/e (rel intensity) 444 (100), 416 (16), 401 (9), 388 (5), 237 
(14), 209 (33), 194 (16), 180 (35); HRMS. Calc'd for M + H: 444.2512. Found: 444.2513. 
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Example 10 




20 1-methyl-4-butyl-1,3-dihydro^ 

Step 1 : Preparation of 1 -methyl-4-butyl-1 ,3,-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, l-methyl-4-butyl-1,3-dihydro-2H-irnidazol-2-one was 
25 prepared: NMR (CDCb) 5 0.89 (t, J =7 Hz, 3H), 1.26-1.40 (m. 2H), 1.45-1.56 (m, 2H), 2.34 (t, J = 8 Hz, 2H), 
3.18 (s, 3H), 5.79-5.83 (m, 1H), 10.18 (br s. 1H). 

Step 2 : Preparation of 1-methyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pridinyl]methyl]-2H- 
imidazol-2-one. ~ 

30 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -methyl-4-butyl-1 ,3,-dihydro-3-[[6-{2(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 
2-one as a colorless solid: mp 184-185° C (dec); NMR (CDCI 3 ) 8 0.88 (t, J = 8 Hz, 3H) f 1.28-1.54 (m, 4H), 
2.29 (t, J = 8 Hz, 2H), 3.28 (s, 3H), 4.97 (s f 1H), 5.95 (s, 1H), 7.38 (d, J = 8 Hz, 1H), 7.47-7.59 (m, 3H), 7.74 
35 (dd, J =8 and 2 Hz, 1H), 8.04-8.11 (m, 1H), 8.53 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 390 (100), 
362 (12), 237 (17), 209 (46), 194 (18), 180 (40); HRMS. Calc'd for M + H: 390.2042. Found 390.2021. 

Example 11 
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1 -ethy l-4-buty l-1,3-dihydro-3-a6-[2-(1 
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Step 1 : Preparation of 1-ethyl-4-butyl-l,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-ethyl-4-butyl-1,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCfe) 5 0.90 (t, J = 7 Hz, 3H), 1.24-1.41 (m, 2H), 1.27 (t. J = 8 Hz, 3H), 1.44-1.58 (m 2H) 
5 2.35 (t, J =8 Hz, 2H), 3.59 (q, J = 8 Hz, 2H), 5.83-5.86 (m, 1H), 10.13 (br s, 1H); MS (FAB) m/e (rel intensity) 
169 (100), 141 (4), 139 (5), 125 (17); HRMS. Calc'd for M + H: 169.1341. Found: 169.1365. 

Ste P 2 : Preparation of 1 -ethyl- 1 -butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra zol-5-yl)phenylh3-pyridinyl]methvl]-2H- 



10 



75 



imidazol-2-one 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -ethyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one as a colorless solid: mp 205 • C (dec); NMR (CDCI 3 ) S 0.89 (t, J = 7 Hz, 3H), 1.27-1.55 (m, 4H). 1.30 (t 
J = 8 Hz, 3H), 2.31 (t, J = 8 Hz, 2H), 3.69 (q, J = 8 Hz, 2H), 4.98 (s, 2H), 6.00 (t, J = 1 Hz, 1H), 7.46 (d J = 8 
Hz, 1H), 7.52-7.62 (m, 3H), 7.84 (dd, J = 8 and 2 Hz, 1H), 8.08-8.15 (m, 1H), 8.55 (d, J = 2 Hz, 1H)~MS 
(FAB) m/e (rel intensity) 404 (93), 376 (20), 237 (18), 209 (100), 194 (30), 180 (80), 168 (26); HRMS. Calc'd 
for M + H: 404.2199. Found: 404.2257. 
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35 




1-propyl-4-bu^,3-dihydro-3^ 

40 Step 1 : Preparation of 1-propyl-4-butyl-1,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes Hi and IV, 1 -propyl-4-butyl-1 ,3-dihydro-2H-imidazol-2one was 
prepared: NMR (CDCfe) S 0.87 (t, J =7 Hz, 3H), 0.90 (t, J = 7 Hz, 3H), 1.25-1.39 (m, 2H), 1.44-1.56 (m 2H) 
1.58-1.61 (m, 2H), 2.34 (td, J =8 and 1 Hz, 2H), 3.49 (t, J =8 Hz, 2H), 5.82 (t, J = 1 Hz, 1H), 10.33 (br s 1H) : 
45 MS (FAB) m/e (fel intensity) 183 (100), 141 (13), 139 (15); HRMS. Calc'd for M + H: 183.1497 Found 
183.1497. 

Ste P s 2 : Preparation of 1-propyl-4-butyl-1,3-dihydro-3-H6-[2-(1^ 

imidazol-2-one. 



50 



55 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-propyl-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol- 
2-one as a colorless solid: mp 164-165* C; NMR (CDCfe) 6 0.88 (t, J = 7 Hz, 3H), 0.94 (t, J =7 Hz 3H) 
1.29-1.55 (m, 4H), 1.63-1.77 (m, 2H), 2.30 (td, J = 8 and 1 Hz, 2H), 3.60 (t, J =8 Hz, 2H), 4.97 (s, 1H),' 5.98 
(t, J = 1 Hz, 1H), 7.43 (d, J =8 Hz, 1H), 7.50-7.61 (m, 3H), 7.80 (dd, J = 8 and 2 Hz, 1H), 8.05-8.12 (m, 1H), 
8.53 (d, J =2 Hz, 1H); MS (FAB) m/e (rel intensity) 418 (100), 390 (12), 209 (20), 180 (21); HRMS. Calc'd for 
M + H: 418.2355. Found: 418.2312. 
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20 1 -lsobutyl-4-butyl-1 ,3-dihydro-3-H6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyamethyr|-2H-imidazol-2-one 

Step 1 : Preparation of 1 -isobutyl-4-butyl-1 ,3-dihydro-2H-imidaz ol-2-one. 

Following General Synthetic Schemes III and IV, 1-isobutyl-4-butyl-1,3-dihydro-2H-imidazol-2-one was 
25 prepared: NMR (CDCfe) 5 0.90 ft J =7 Hz, 3H), 0.92 (d. J = 7 Hz, 6H), 1.27-1.41 (m. 2H) t 1.46-1.58 (m, 2H) 
1.97 (m, J = 7 Hz, 1H), 2.36 (td, J = 8 and 1 Hz, 2H), 3.36 (d, J = 8 Hz, 2H), 5.84 (t, J = 1 Hz. 1H), 9.86 (br s. 
1H); MS (FAB) m/e (rel intensity) 197 (100), 141 (22); HRMS. Calc'd for M + H: 197.1~654. Found: 197.1635. 

SteP 2 Preparation of 1 -isobutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pridiny l]methyl]-2H- 
30 imtdazol-2-one. ~ ~ — 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-isobutyi-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol- 
2-one as a colorless solid: mp 160.0-161.5° C; NMR (CDCI 3 ) 6 0.87 (t, J = 7 Hz, 3H), 0.92 (d, J =7 Hz, 6H), 
35 1.27-1.53 (m, 4H), 1.99 (m, J = 7 Hz, 1H), 2.28 (t, J = 8 Hz, 2H), 3.43 (d, J = 7 Hz, 2H), 4.97 (s^H), 5.93 (s[ 
1H), 7.27 (d, J = 8 Hz, 1H), 7.43-7.52 (m, 3H), 7.65 (dd, J =8 and 2 Hz, 1H), 7.91-7.98 (m, 1H), 8.45 (d, J = 2 
Hz, 1H); MS (FAB) m/e (rel intensity) 432 (100), 404 (15), 209 (23), 180 (25); HRMS. Calc'd for M~+H: 
432.2512. Found: 432.2571. 

40 Example 14 
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1-lsopentyl^butyl-i,3<Hhydro-^ 
one 

Ste P j : Preparation of 1 -isopentyl-4-butyl-1 ,3-dihydro-2H-imidazol-2-one. 

Following Genera! Synthetic Schemes III and IV, 1-isopentyl-4-butyl-1 ,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCb) 5 0.89 (t, J = 7 Hz, 3H), 0.92 <d, J = 7 Hz, 6H), 1.26-1.40 (m, 2H), 1.48-1.66 (m 6H) 
2.35 (td, J = 8 and 1 Hz, 2H), 3.55 (t, J = 8 Hz. 2H), 5.82 (t, J = 1 Hz, 1H), 10.41 (br s, 1H); MS (FAB) m/e (rel 
intensity) 211 (100), 141 (13), 111 (14); HRMS. Calc'd for M + H: 211.1810. Found: 211.1800. 

Step_2: Preparation of 1 -isopentyl-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl^ 
2H-imidazol-2-one. — — 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H- 
imidazol-2-one as a colorless solid: mp 168.5-170.0° C; NMR (CDCI 3 ) 6 0.88 (t, J = 7 Hz, 3H) 0 95 (d J = 6 
Hz, 6H), 1.27-1.67 (m, 7H). 2.38 (t, J = 8 Hz, 2H), 3.63 (t, J = 8 Hz, 2H), 4.95 (s,~2H), 5.96 (s, 1H) 7 32 (d 
J =8 Hz, 1H), 7.44-7.56 (m, 3H), 7.69 (dd, J = 8 and 1 Hz, 1H), 8.00 (td, J =3 and 1 Hz, 1H), 8.47 (br s 1H)' 
MS (FAB) m/e (rel intensity) 446 (100), 418 (21). 403 (8), 237 (12). 209 (30), 194 (13) 180 (28V HRMs' 
Calc'd for M + H: 446.2662. Found: 446.2668. ' 

Example 15 



25 



30 



36 




40 

1^entyM-butyl-1>dmydro-3-a^ 

Step j : Preparation of 1-pentyl-4-butyl-1,3-dihydro-2H-imidazol-2-one. 

45 Following General Synthetic Schemes III and IV, 1-pentyl-4-butyl-1,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCb) h 0.87 (t, J=7 Hz, 3H), 0.89 (t, J = 7 Hz, 3H), 1.21-1.39 (m. 6H) 1 42-1 69 (m 4H) 
2.34 (td, J = 8 and 1 Hz, 2H), 3.52 (t, J=8 Hz, 2H), 5.82 (t, J = 1 Hz, 1H), 10.45 (br s, 1H); MS (FAB) m/e (re! 
intensity) 211 (100), 141 (19); HRMS. Calc'd for M + H: 2111810. Found: 211.1792. 

so Step 2: Preparation of 1 -pentyl-4-butyH ,3-dihydro-3-[[6-r2-(1 H-tet razol-5-yl)phenylh3-pyrid«nvnmethvll-2H- 
imidazol-2-one. — 



55 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -pentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazoh5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2- 
one as a colorless solid: mp 162-164' C; NMR (CDCI3) h 0.87 (t, J = 7 Hz, 3H), 0.89 (t, J = 7 Hz 3H) 1.23- 
141 (m, 6H), 1.42-1.54 (m, 2H), 1.61-1.73 (m, 2H), 2.39 (t, J = 8 Hz, 2H), 3.61 (t, J = 8 Hz, 2H) 496 (s 2H) 
5.96 (s, 1H), 7.39 (d, J = 8 Hz, 1H), 7.48-7.58 (m, 3H), 7.76 (dd, J = 8 and 1 Hz, 1H), 8.02-8.09^11, 1H)' 8 51 
(d, J-1 Hz, 1H); MS (FAB) m/e (rel intensity) 446 (58), 418 (22), 237 (18), 209 (100), 194 (29), 180 (55) 
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HRMS. Calc'd for M + H: 446.2668. Found: 446.2683. 



Example 16 
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1-isopropyl-4-butyl-1,3-dihydro^^ 
one 

25 

Step 1 : Preparation of 1-isopropyl-4"butyl-1,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1 -isopropyl-4-butyl-1 ,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCI 3 ) 5 0.88 (t, J = 8 Hz, 3H), 1.24 (d, J = 7 Hz, 6H), 1.28-1.39 (m, 2H), 1.43-1.59 (m, 2H), 
30 2.34 (td, J = 8 and 1 Hz, 2H), 4.34 (m, J = 7 Hz, 1H), 5.87 (t, J = 1 Hz, 1H), 10.39 (br s, 1H); MS (FAB) m/e 
(rel intensity) 183 (100), 141 (48), 139 (37); HRMS. Calc'd for M + H: 183.1497. Found: 183.1472. 

Step 2 : Preparation of 1 -isopropyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]- 
2H-imidazol-2-one. ~ ~ 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -isopropyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one as a colorless solid: NMR (CDCh) 8 0.87 (t, J=7 Hz, 3H), 1.30 (d, J =7 Hz, 6H), 1.22-1.41 
(m, 2H), 1.41-1.53 (m, 2H), 2.28 (t, J = 8 Hz, 2H), 4.42 (m, J = 7 Hz, 1H), 4.96 (s, 1H), 6.00 (s, 1H), 7.27 (d, 
40 J = 8 Hz, 1H), 7.43-7.52 (m, 3H), 7.65 (dd, J = 8 and 2 Hz, 1H), 7.89-7.96 (m, 1H), 8.44 (d, J =2 Hz, 1H); MS 
(FAB) m/e (rel intensity) 418 (100), 390 (35), 375 (10), 361 (10), 237 (15), 209 (100), 193 (30), 180 (90); 
HRMS. Calc'd for M + H: 418.2355. Found: 418.2381 . 
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1 -tertbutyl-4-butyM , 3-dihydro-3-H6-[2-(1 H-tetrazol.5-yl)phenya-3-pyridiny0meth y n-2H-imida2ol-2K>ne 

20 

Step 1: Preparation of 1>tertbutyl-4-butyl-1,3-dihydro-2H-imidazol>2-one. 

Following General Synthetic Schemes III and IV, 1-tertbutyl-4-butyl-1,3-dihydro-2H-imida2ol-2-one was 
prepared: NMR (CDCb) S 0.90 (t, J=8 Hz, 3H), 1.27-1.38 (m, 2H), 1.45-1.59 (m, 2H). 1.51 (s. 9H) 2 32 (td 
25 J = 8 and 1 Hz, 2H), 5.94 (t, J = 1 Hz, 1H), 9.86 (br s, 1H); MS (FAB) m/e (rel intenity) 197 (73), 141 (100V 
HRMS. Calc'd for M + H: 197.1654. Found: 197.1670. 

StQ P 2 : Preparation of 1-tertbutyl-4-butyH ,3-dihydro-3-[[6-[2-(1 H-tetrazo l-5-yl)phenylh3-pyridinyl]methvll- 
2H-imidazol-2-one. " ~ " 

30 

Following General Synthetic Schemes XII and XIV, the imidazol-2-one from Step 1 was converted to 1- 
tertbutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tertazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one as a 
colorless solid: NMR (CDCb) 5 0.88 (t, J =7 Hz, 3H), 1.22-1.59 (m, 4H), 1.55 (s, 9H), 2.27 (t J = 8 Hz 2H) 
4.90 (s, 2H), 6.06 (s, 1H), 7.37 (d, J = 8 Hz, 1H), 7.48-7.58 (m, 3H), 7.71 (dd, J = 8 and 2 Hz, 1H), 7.99-8.06 
35 (m, 1H), 8.48 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 432 (100), 404 (20), 389 (5), 375 (15) 348 (10) 
237 (15). 209 (95), 194 (25), 180 (55); HRMS. Calc'd for M + H: 432.2512. Found: 432.2578. 
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1^eopentyl-4-butyl-1,3-dihydro-34I^ 
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Step 1 : Preparation of 1-neopentyl-4-butyl-1,3-dihydro-2H-imidazol-2-one. 



Following General Synthetic Schemes III and IV, 1 -neopentyl-4-butyM ,3-dihydro-2H-imidazol-2-one was 
prepared: NMR (CDCb) 8 0.87 (t, J =8 Hz, 3H), 0.92 (s, 9H), 1.23-1.37 (m, 2H), 1.43-1.55 (m, 2H), 2.31 (td, 
J = 8 and 1 Hz, 2H), 3.31 (s, 2H), 5.80 (t, J = 1 Hz, 1H), 10.62 (br s, 1H); MS (FAB) m/e (rel intensity) 211 
(100), 141 (22); HRMS. Calc'd for M + H: 211.1810. Found: 211.1745. 

Step 2 : Preparation of 1 -neopentyl-4-butyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phen ylh3-pyridinyljmethyl]- 
2H-imidazol-2-one. ~~ " 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -neopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one as a colorless solid; mp 194.5-1 95.0 * C; NMR (CDCI3) 8 0.89 (t, J = 7 Hz, 3H), 0.97 (s, 9H), 
1.29-1.55 (m, 4H), 2.31 (t, J = 8 Hz, 2H), 3.41 (s, 2H), 4.98 (s, 2H), 5.96 (s, 1H), 7?43 (d. J = 8 Hz, 1H),7.50- 
7.59 (m, 3H), 7.82 (dd, J -8 and 2 Hz, 1H), 8.06-8.13 (m, 1H), 8.54 (d, J =2 Hz, 1H); MS (FAB) m/e (rel 
intensity) 446 (100), 418 (17), 403 (6), 237 (11), 209 (27), 194 (11), 180 (27); HRMS. Calc'd for M + H- 
446.2668. Found: 446.2647. 



1 -(3,3-dimethylbutyl)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y!)phenyll-3-pyridinyr|methyl]-2H- 
imidazol-2-one 

Step 1: Preparation of 1-(3,3-dimethylbutyl)-4-butyl-1,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(3,3-dimethylbutyl)-4-butyl-1,3-dihydro-2H-imidazol- 
2-one was prepared: NMR (CDCb) 8 0.92 (t, J = 8 Hz, 3H), 0.96 (s. 9H), 1.28-1.42 (m, 2H), 1.48-1,59 (m 
4H), 2.38 (td, J -8 and 1 Hz, 2H), 3.54-3.62 (m, 2H), 5.58 (t J = 1 Hz. 1H), 9.70 (br s, 1H); MS (FAB) m/e 
(rel intensity) 225 (100), 141 (13); HRMS. Calc'd for M + H: 225.1967. Found: 225.1897. 

Ste P 2 : Preparation of 1 -(3,3-dimethylbutyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinylh 
methyl]-2H-imidazol-2-one. ~ : — — 

Following General Synthetic Schemes XII and XIV or XXIII, the imidasol-2-one from Step 1 was 
converted to l-(3,3-dimethylbutyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: NMR (CDCb) 8 0.89 (t. J = 8 Hz, 3H), 0.97 (s, 9H), 1.29-1.54 (m, 4H), 
1.55-1.63 (m, 2H), 2.30 (t, J = 8 Hz, 2H), 3.60-3.68 (m, 2H), 4.95 (s, 2H), 5.97 (s, 1H), 7.38 (d, J = 8 Hz,' 1H),' 
7.48-7.59 (m, 3H), 7.75 (dd, J = 8 and 2 Hz, 1H), 8.02-8.09 (m, 1H), 8.51 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel 
intensity) 460 (47), 432 (23). 237 (18), 209 (100), 194 (32), 180 (74); HRMS. Calc'd for M + H: 460.2825. 
Found: 460.2821. 
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20 H2^thylbutylM-butyl-1,3<l^ 
2-one 



Step 1: Preparation of 1 -(2-ethyfbut/f)-4-buty^^ 

25 Following General Synthetic Schemes III and IV, 1 -(2-ethylbutyl)-4-butyl-1 ,3<Jihydro-2H-imidazol-2-one 
was prepared: NMR (CDCI 3 ) 5 0.80-0.91 (m, 9H), 1.18-1.37 (m, 6H), 1.41-1.64 (m, 3H), 2.32 (td J=8 and 1 
Hz, 2H), 3.41 (d, J = 8 Hz, 2H), 5.72 (t. J = 1 Hz. 1H), 10.60 (br s, 1H); MS (FAB) m/e (rel intensity) 225 
(100), 141 (22); HRMS. Calc'd for M + H: 225.1967. Found: 225.1971 . 

so Step 2 : Preparation of 1 -(2-ethylbutyl)-4-butyl-1 ,3-dihydro-3 -r[6-f2-(1 H-tetrazol-5-vl)phenvll-3-Dvridin V n- 
rnethylh2H-imidazol-2 : onei " ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(2^thylbutyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridiny l]methyl]-2H- 
35 imidazol-2-one as a colorless solid: mp 174-176° C (dec); NMR (CDCfe) 8 0.85-0.96 (m, 9H), 1.27-1 40 (m 
6H), 1.41-1.55 (m, 2H), 1.59-1.70 (m, 1H), 2.30 (t, J = 8 Hz, 2H), 3.53 (d, J = 8 Hz, 2H), 4.97 (s 2H) 5 94 (s" 
1H), 7.39 (d, J = 8 Hz, 1H), 7.48-7.58 (m. 3H), 7.75 (dd, J = 8 and 2 Hz, lfi), 8.03-8.09 (m, 1H), 8.5l'(d, J = 2 
Hz, 1H); MS (FAB) m/e (rel intensity) 460 (73), 432 (25), 237 (23), 209 (100), 194 (29), 180 (61)" HRMS 
Calc'd for M + H: 460.2825. Found: 460.2862. 

40 
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1 -cyclohexyl-4-butyl-1 ,3-dlhydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyrldlny0methya-2H-lmldazol-2- 
one 

Step 1 : Preparation of 1 -cyclohexy l-4-buty 1-1 ,3-dihydro-2H-imi dazol-2-one. 

5 ~~" 

Following General Synthetic Schemnes III and IV, 1 -cyclohexy l-4-buty 1-1 f 3-dihydro-2H-imida2ol-2-one 
was prepared: NMR (CDCI 3 ) 6 0.91 (t, J = 7 Hz, 3H), 1.05-1.24 (m, 2H). 1.26-1.46 (m, 4H), 1.47-1.58 (m, 2H), 
1.63-1.76 (m, 2H), 1.78-1.96 (m, 4H), 2.36 (td, J = 8 and 1 Hz, 2H), 3.87-4.00 (m, 1H), 5.89 (t, J = 1 Hz, 1H), 
9.82 (br s, 1H); MS (FAB) m/e (rel intensity) 223 (100), 141 (53); HRMS. Calc'd for M + H: 223/i810 Found' 

10 223.1738. 

Step 2 : Preparation of 1 -cyctohexyl-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridiny l]methy I]- 
2H-imidazol-2-one. " ~ " 

75 Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -cyclohexyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one as a colorless solid: mp 202-203° C (dec); NMR (CDCI3) & 0.89 (t, J = 8 Hz, 3H), 1.08-1.24 
(m f 2H), 1.26-1.54 (m, 7H), 1.66-1.76 (m, 1tH), 1.77-2.00 (m, 4H), 2.28 (t, J = 8 Hz. 2H), 3.95-4.07 (m, 1H), 
4.97 (s, 2H), 6.00 (s, 1H), 7.32 (d, J = 8 Hz, 1H), 7.45-7.55 (m, 3H), 7.69 (dd, J = 8 and 2 Hz, 1H), 7.96-8.04 

20 (m, 1H), 8.47 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 458 (56), 430 (19), 237 (19), 208 (100), 194 
(36), 180 (76); HRMS. Calc'd for M + H: 458.2668. Found: 458.2732. 

Example 22 




1-(2-cyclopropylethyl)-4-butyl-1,3^^ 
imidazol-2-one 

45 

Step 1 : Preparation of 1-(2-cyclopropylethyl)-4-butyl-1 ,3-dihydro-2H-imidazol>2-one. 

Following General Synthetic Schemes III and IV or XXIII, 1 -(2-cyclopropylethyl)-4-butyl-1 ,3-dihydro-2H- 
imidazol-2-one was prepared: NMR (CDCI 3 ) 5 0.00-0.06 (m, 2H), 0.38-0.46 (m, 2H), 0.59-0.73 (m, 1H), 0.89 
50 (t, J =8 Hz, 3H), 1.16-1.40 (m, 4H). 1.44-1.57 (m, 4H), 2.34 (td, J = 8 and 1 Hz, 2H), 3.62 (t, J = 7 Hz! 2H), 
5.84 (t, J = 1 Hz, 1H), 10.38 (br s. 1H); MS (FAB) m/e (rel intensity) 209 (100). 153 (43), 141~(16); HRMS. 
Calc's for M + H: 209.1654. Found: 209.1695. 

Step 2 : Preparation of 1 -(2-cyclopropy lethy l)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny t]-3- 
55 pyridinyl]methyl]-2H-imidazol-2-one. ~ ' — ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(2-cyclopropy lethy l)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl-3-pyridinyl]methyl]- 
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2H-imidazo!-2-one as a colorless solid: mp 182-183' C; NMR (CDCfe) 5 0.04-0.11 (m. 2H) 0 43-0 51 (m 
2H), 0.60-0.76 (m, 1H), 0.91 (t, J = 7 Hz, 3H), 1.30-1.44 (m, 2H), 1.45-1.64 (m, 4H), 2.36 (tj = 7 Hz 2H)' 
3.72 (t, J = 7 Hz, 2H) f 5.04 (s, 2H), 6.01 (s, 1H), 7.57-768 (m, 4H), 8.11 (d, J=7 Hz, 1H), 8.15^8.20 (m' 1H) 
8.64 (s, 1H); MS (FAB) m/e (rel intensity) 237 (24), 209 (53), 192 (18), 180 (43); HRMS. Calc'd for M + H* 
444.2512. Found: 444.2509. 

Example 23 



70 




1WlopentyM-butyl-1>dihydro^^ 
one 

Step 1: Preparation of 1 -cyclopentyl-4-butyl-1 ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-cyclopentyl-4-butyl-1,3-dihydro-2HHmida2ol-2-one 
was prepared: NMR (CDCfe) S 0.91 (t, J=8 Hz, 3H), 1.29-1.42 (m, 2H), 1.48-1.85 (m, 10H), 1 98-2 12 (m 
2H), 2.47 (td, J = 8 and 1 Hz, 2H), 4.44-4.57 (m, 1H), 5.88 (t. J = 1 Hz. 1H), 10.22 (br s, 1H); MS (FAB) m/e* 
(rel intensity) 209 (100), 141 (43); HRMS. Calc'd for M + H: 209.1654. Found: 209.1656. 

Step 2: Preparation of 1-cyclopentyl-4-butyl-1,3-dihydro -3-fr6-r2-n H-tetrazol-5-yl)phenyll-3-pyridinvll- 
methyl]-2H-imidazol-2-one. — — 



was 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 w- 
converted to 1^yclopentyl-4-butyl-1.3-dihydro-3-rj6-[2-(1H-tetrazol-5-yl)phenylh3-pyridinyl]methylV2H- 
imidazol-2-one as a colorless solid: NMR (CDCfe) 5 0.88 (t, J = 7 Hz, 3H), 1.30-1.40 (m 2H) 1 41-1 52 (m 
2H), 1.56-1.86 (m. 6H), 2.02-2.14 (m. 2H), 2.27 (t. J = 7 Hz. 2H). 4.55 (m. J = 7 Hz. 1H). 4.97 (s. 2H) 5 98 (s 
1H), 7.27 (d, J = 8 Hz. 1H), 7.44-7.54 (m. 3H), 7.62 (dd, J =8 and 2 Hz, 1H), 7.98-8.05 (m. 1H) 8 48 (d J = 2 
Hz. 1H), MS (FAB) m/e (rel intensity) 444 (100). 416 (12), 401 (6). 387 (4). 233 (13), 209 (22) 194 (12)~180 
(25); HRMS. Calc'd for M + H: 444.2512. Found: 4445518. l'<M«« 
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1-cyclopentylmethyl-4-butyl-1,^ 
imidazol-2-one 

20 

Step 1 : Preparation of 1 -cyclopentylmethyl-4-butyl-1 ,3-dihydro-2H-imidazol -2-one. 

Following General Synthetic Schemes III and IV, 1-cyclopentylmethyl-4-butyl-1.3-dihydro-2H-imidazol-2- 
one was prepared: NMR (CDCIa) h 0.89 (t. J = 8 Hz, 3H). 1.16-1.39 (m, 4H), 1.44-1.77 (m. 8H). 2.21 (m. J = 8 
25 Hz. 1H), 2.45 <t, J =8 Hz, 2H), 3.46 (d, J = 8 Hz. 2H), 5.81-5.85 (m. 1H). 10.33 (br s. 1H); MS (FAB) m/e"(rel 
intensity) 223 (100). 141 (30); HRMS. Calc'd for M + H: 223.1810. Found: 223.1767. 

Step 2 : Preparation of 1 -cyclopentylmethy l-4-butyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl}-3-pyridiny!]- 
methyl]-2H-imidazol-2-one. - 



Following General Synthetic Schemes XII and XIV or XXIII, the imidasol-2-one from Step 1 was 
converted to 1 -cyclopentylmethy l-4-butyM ,3-dihydro-3-[[6-{2-(1 H-tetrasol-5-yl)phenyIh3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: mp 204° C (dec); NMR (CDCI 3 ) 5 0.88 (t, J = 7 Hz, 3H), 1.19-1.70 
(m, 12H), 2.19-2.34 (m, 3H), 3.55 (d, J = 8 Hz, 2H), 4.98 (s, 2H), 5.98 (t, J = 1 Hz, 1Hj, 7.44 (d, J = 8 Hz, 1H), 
35 7.50-7.61 (m, 3H), 7.81 (dd, J = 8 and 2 Hz, 1H), 8.07-8.13 (m, 1H), 8.53 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel 
intensity) 458 (65), 430 (22), 237 (24), 209 (100), 194 (30), 180 (65); HRMS. Calc'd for M + H: 458.2668. 
Found: 458.2699. 
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1*2^2-thlenyl)ethyn^-butyl-1,^ 
lmldazol-2-one 



SteP 1 - Preparation of 1-[2-(2-thienyl)ethylH^utyH ^ 

5 

Following General Synthetic Schemes III and IV, 1-[2-(2-thienyl)ethylH-butyl-1,3-dihydro-2H-imidazol-2- 
one was prepared: NMR (CDCfe) 5 0.90 (t, J = 7 Hz, 3H), 1.26-1.40 (m, 2H), 1.44-1.56 (m, 2H) 2 32 (t J = 7 
Hz, 2H), 3.16 (t, J=7 Hz, 2H), 3.82 (t, J = 7 Hz, 2H), 5.69-5.75 (m, 1H) f 6.80-6.83 (m, 1H), 6.9f>6.95 (m _ 1H) 
7.12-7.17 (m, 1H), 10.02 (br s, 1H); MS (FAB) m/e (rel intensity) 251 (90), 111 (100); HRMS. Calc'd for 
w M + H: 251.1218. Found: 251.1209. 



Ste P 2 : Preparation of 1 -[2-(2-thienyl)ethyl]-4-butyl-1 ,3-dihydro-3 -[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl> 
methylh2H-imidazol-2-one: " ~ — — — 

75 Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-[2-(2-thienyl)ethy1h4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: mp 137-138° C; NMR (CDCIg) 5 0.86 (t, J = 7 Hz, 3H) 1 23-1 36 (m 
2H), ;:37-1.51 (m, 2H), 2.26 (td, J = 8 and 1 Hz, 2H), 3.23 (t, J = 8 Hz, 2H), 3.93 (t, J = 8 Hz 2H) 4 93 (s 
2H), 5.84 (t, J = 1 Hz, 1H), 6.84 (d, J = 8 Hz, 1H). 6.91-6.96 (m, 1H), 7.17 (dd, J = 8 and 2 Hz' 1H)' 7 49 (d 

20 J = 8 Hz, 1H), 7.53-7.64 (m, 3H). 7.69 (dd, J = 8 and 2 Hz, 1H), 8.25-8.30 (m, _ 1H), 8 57 (d J = 2 Hz 1HV 
HRMS. Calc'd for M + H: 486.2076. Found: 486.2092. ' " ' 

Example 26 



35 




H2i*henylethyl)-4-buty!-1,3Kiihydr^ 
45 imidazol-2-one 

Step 1: Preparation of 1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-2-imidazol-2-one. 

Following General Synthetic Schemes III and IV, l-(2-phenylethyl)-4-butyl-i,3-dihydro-2-imidazol-2-one 
50 was prepared: NMR (CDCI3) 6 0.90 (t, J = 7 Hz, 3H), 1.31 (m, J = 7 Hz, 2H), 1.49 (m, J = 7 Hz 2H) 2 32 (td 
J = 7 and 1 Hz, 2H). 2.94 (t, J = 7 Hz, 2H), 3.80 (t. J = 7 Hz, 2H), 5.66 (t, J = 1 Hz, 1H), 7.15-7.33 (m, 5H)' 
9.89 (br s, 1H); MS (FAB) m/e (rel intensity) 245 (100), 153 (10), 105 (50). " 

Step 2 Preparation of 1 -(2-phenylethyl)-4-butyH ,3-dihydro-3- [[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyll- 
55 methyl>2H-imidazol-2-one: - — — — — 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl Jmethyl]-2H- 
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imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 5 0.85 (t, J = 7 Hz, 3H), 1.22-1.47 (m, 4H), 2.24 (t, J = 7 
Hz, 2H), 2.99 (t, J=7 Hz, 2H), 3.90 (t, J = 7 Hz, 2H), 4.93 (s, 2H), 5.80 (s, 1H), 7.16-7.47 (m, 5H), 7.48-7.59 
(m, 4H), 8.05-8.12 (m, 1H), 8.47 (s, 1H); MS (FAB) m/e (rel intensity) 480 (100), 452 (20). 437 (5), 237 (18), 
209 (8), 180 (81); HRMS. Calc'd for M + H. 480.2512. Found: 480.2561. 

Example 27 




25 



1 -(2-cyclopentylethyl)-4-buty 1-1 ,3-d ihydro-3-[[6-[2-( 1 H-tetrazo l-5-y I) pheny G-3-pyridiny Qmethy l]-2H- 
imidazoI-2-one 

30 Step 1 : Preparation of 1-(2-cyclopentylethyl)-4-butyl-1 ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2-cyclopentylethyl)-4-butyl-1,3-dihydro-2H-imidazol- 
2-one was prepared: NMR (CDCI3) 5 0.88 (t, J = 7 Hz, 3H), 1.00-1.16 (m, 2H), 1.25-1.39 (m, 2H), 1.41-1.67 
(m, 8H), 1.68-1.84 (m, 3H), 2.33 (t, J = 8 Hz, 2H), 3.54 (t, J =8 Hz, 2H), 5.79-5.83 (m, 1H), 10.58 (br s, 1H); 
35 MS (FAB) m/e (rel intensity) 273 (100), 141 (8); HRMS. Calc'd for M + H: 237.1967. Found: 237.1898. 

ste P 2 Preparation of 1 -(2-cyclopentylethyl)-4-butyH ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl) phenyl]-3- 
pyridinyJ]methyl]-2H-imidazol-2-one. 



40 Following General Synthetic Scheme XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-(2-cyclopentylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: NMR (CDCfe) 5 0.88 (t, J = 7 Hz, 3H), 1.06-1.20 (m, 2H), 1.23-1.87 
(m, 13H), 2.23 (t, J = 7 Hz, 2H), 3.63 (t, J = 7 Hz, 2H), 4.95 (s, 2H), 5.96 (s, 1H), 7.28 (d, J = 8 Hz, 1H), 7.44- 
7.54 (m, 3H), 7.62 (dd, J = 8 and 2 Hz, 1H), 7.97-8.04 (m, 1H), 8.48 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel 

45 intensity) 472 (100), 444 (27), 429 (5), 416 (3), 237 (19), 209 (65). 195 (19); HRMS. Calc'd for M + H: 
472.2825. Found: 472.2881. 

Example 28 
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1l2-(cyclopenten-1-yl)ethya^ 
2H-imidazol-2-one 

Ste P 1 : Preparation of 1-[2-(cyclopenten-1-yl)ethyl]-4'bi'tyH ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-[2-(cyclopenten-1-yl)ethyll-4-butyl-1,3-dihydro-2H- 
imidazol-2-one was prepared: NMR (CDCI 3 ) a 0.90 (t, J =7 Hz, 3H), 1.22-1.41 (m, 2H) 1 44-1 58 (m 2H) 
1.77-1.91 (m, 2H), 2.18-2.46 (m, 8H), 3.68 (t, J = 8 Hz, 2H), 5.36-5.43 <m, 1H), 5.82-5.87 (m, 1H) 9 23 (or s' 
1H); MS (FAB) m/e (re! intensity) 235 (90), 141 (100); HRMS. Calc'd for M + H: 235.1810. Found: 235.1804. ' 

Ste P 2 : Preparation of 1-[2-(cyclopenten-1-yl)ethyl]-4-butyl-1 > 3- dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl}-3- 
pyridiny»Jmethylh2H-imidazol-2-one" ~ ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -[2-(cyclopenten-1-yl)ethy|]-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]- 
methyl]-2H-imidazol-2^one as a colorless solid: NMR (CDCI 3 ) 6 0.88 (t, J = 7 Hz 3H) 1 21-1 39 (m 2H) 
1.39-1.53 (m, 2H) f 1.86 (m, J = 7 Hz, 2H), 2.28 (t, J = 7 Hz, 6H), 2.45 (t, J =7 Hz, 2H), 3'.76 (t, J = 7 Hz 2H)' 
4.95 (s, 2H), 5,41 (s, 1H), 5.96 (s, 1H), 7.45 (d, J = 8 Hz, 1H), 7.49-7.63 (m, 3H), 7.76 (d, J = 8 Hz, 1H), 8.12- 
8.20 (m, 1H), 8.55 (s, 1H); MS (FAB) m/e (rel intensity) 470 (30), 442 (10); H RMS. "Calc'd' for M + H- 
470.2668. Found: 470.2599. 

Example 29 
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1- (2-adamantyl)-4-butyM^dihydro^ 

2- one 

25 

Step 1: Preparation of 1 -(2-adamantyl)-4-butyl-1 ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2.adamentyl)-4-butyl-1,3-dihydro-2H-imidazol-2-one 
was prepared: NMR (CDCb) 5 0.91 (t, J = 7 Hz, 3H), 1.27-1.42 (m, 2H), 1.47-1.59 (m, 2H), 1 63 (br s 1H) 
30 1.67 (br s, 1H), 1.78 (br s, 2H), 1.84-2.02 (m, 8H), 2.37 (t J = 8 Hz, 2H), 2.42 (br s, 2H), 4.09 (s, 1H),6 18^ 
6.22 (m. 1H), 9.53 (br s, 1H); MS (FAB) m/e (rel intensity) 275 (100), 141 (30), 135 (30); HRMS. Calc'd for 
M + H: 275.2123. Found: 275.2065. 



Ste P 2 : Preparation of 1-(2-adamantyl)-4-butyl-1,3-dihyd ro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinvll- 
35 methyl]-2H-dimidazol-2-one. : — — — 



40 



was 



Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 ™- 
converted to 1 -(2-adamantyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one as a colorless solid: NMR (CDCb) 6 0.91 (t, J =7 Hz, 3H), 1.32-1.45 (m, 2H) 1 47-1 58 (m 
2H), 1.62-2.00 (m, 12H), 2.34 (t, J=8 Hz, 2H), 2.47 (br s, 2H), 4.15 (s, 1H), 4.96 (s, 2H), 6.35 (s, 1H) 751- 
7.58 (m, 2H), 7.61-7.68 (m, 2H), 7.93 (dd, J = 8 and 2 Hz, 1H), 8.13 (dd, J = 6 and 4 Hz, 1H), 8.56 (d J = 2 
Hz, 1H); MS (FAB) m/e (rel intensity) 510 (100), 482 (10), 467 (5), 237 "(10), 209 (10); HRMS Calc'd for 
M + H: 51 0.2981 . Found: 51 0.3038. 
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1^1-adamantylM4>utyl-1,3^ihydro^^ 
20 2-one 

Step 1 : Preparation of l^l-adamantyl^butyl-l^-dihydr^H-imidazol^-one. 

Following General Synthetic Schemes III and IV, 1-(1-adamentyl)-4-butyl-1,3<Iihydro-2H-imidazol-2-one 
25 was prepared: NMR (CDCfe) 5 0.92 (t, J = 8 Hz, 3H), 1.29-1.43 (m, 2H), 1.47-1.59 (m, 2H), 1.72 (br s, 1H) 
2.16 (br s. 3H), 2.21 (br s, 6H), 2.36 (t, J = 8 Hz, 2H), 6.01 (br s, 1H). 9.43 (br s, 1H); MS (FAB) m/e (rel 
Intensity) 275 (100), 141 (6), 135 (83); HRMS. Calc'd for M + H: 275.2123. Found: 275.2057. 

Step_2: Preparation of 1-(1-adamantyl)-4-butyM,3-dihydro-M^ 
30 methylh2H-imidazol-2one. ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(1 -adamantyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridiny l]methyl]-2H- 
imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 5 0.89 (t, J = 7 Hz, 3H), 1.30-1.42 (m, 2H), 1.42-1.54 (m 
35 2H), 1.64-1.71 (m, 6H), 2.07-2.34 (m, 11H), 4.90 (s, 2H), 6.08 (s, 1H), 7.47-7.66 (m, 4H), 7.78 (dd, J =8 and 
2 Hz, 1H), 8.20-8.25 (m, 1H), 8.57 (d. J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 510 (60), 482 (5)7467 (5) 
237 (5); HRMS. Calc'd for M + H: 510.2981. Found: 510.3033. 
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1- phenyl-4-butyl-1,3~dlhydro-^ 

Step 1 : Preparation of 1-phenyl-4-butyl-1,3-dihydro-2H-imida2 ot-2-one. 

5 Following General Synthetic Schemes III and IV, 1-phenyl-4-butyl-1 ,3-dihydro-2H-imidazol-2-one was 

prepared: NMR (CDCI 3 ) B 0.93 (t, J = 7 Hz, 3H), 1.39 (m, J = 7 Hz, 2H), 1.59 (m, J = 7 Hz, 2H), 2.42 (td, J = 8 
and 1 Hz, 2H), 6.26 (t, J = 1 Hz, 1H), 7.21 (t, J -7 Hz, 1H), 7.41 (t, J = 8 Hz, 2H), 7.57-7.62 (m, 2H), 10.28 (br 
s, 1H) ; MS (FAB) m/e (rel intensity) 217 (100), 201 (2), 187 (3). 173 (11); HRMS. Calc'd for M + H- 
217.1341. Found: 217.1309. 

70 

Step 2 : Preparation of 1 -phenyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl] -2H- 
imidazol-2-one. " ~~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
75 converted to 1 -phenyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 

2- one as a colorless solid: NMR (CDCI 3 ) S 0.91 (t, J = 7 Hz, 3H), 1.40 (m, J =7 Hz, 2H), 1.55 (m, J = 7 Hz, 
2H), 2.39 (t, J = 7 Hz, 2H), 5.05 (s, 2H), 6.38 (s, 1H), 7.20-7.26 (m, 1H), 7.34-7.56 (m, 6H), 7.59-7.66~(m, 2H)! 
7.85 (dd, J = 8 and 2 Hz, 1H), 7.97-8.03 (m, 1H), 8.58 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 452 
(51), 424 (23), 409 (7), 237 (13), 217 (13), 209 (100), 208 (67), 194 (38), 193 (38); HRMS. Calc'd for M + H: 

20 452.2199. Found: 452.2248. 

Example 32 
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30 



35 



40 




1-(2-chlorophenyl)-4-butyl-1>dihy^ 
45 imidazol-2-one 

Step 1 : Preparation of 1 -(2-chlorophenyl)-4-butyl-1 t 3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2-chlorophenyl)-4-butyl-1,3-dihydro-2H-imidazol-2- 
50 one was prepared: NMR (CDCI3) S 0.90 (t, J = 7 Hz, 3H), 1.36 (m, J = 7 Hz, 2H), 1.54 (m, J = 7 Hz, 2H), 2.37 
(t, J = 7 Hz, 2H), 6.06 (br s, 1H), 7.23-7.38 (m. 2H), 7.41-7.53 (m, 2H) f 10.29 (br s, 1H); MS (FAB) m/e (rel 
intensity) 252 (36), 250 (100). 

Step 2 : Preparation of 1-(2-chlorophenyl)-4-PutyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5>y l)phenyl]-3-pyridinyl]- 
55 methyl]-2H-imidazol-2-one. " ~ 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1-(2-chlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
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imidazol-2-one as a colorless solid: mp 81-83- C; NMR (CDCI 3 ) a 0.90 (t, J = 7 Hz. 3H), 1.39 (m J = 7 Hz 
2H), 1.54 (m. J = 7 Hz, 2H), 2.37 (td, J = 8 and 1 Hz, 2H), 5.03 (s, 2H). 6.19 (t, J=1 Hz, 1H), 7.31-7.37 (m! 
2H), 7.46-7.63 (m, 6H), 7.88 (dd, J=8 and 2 Hz, 1H). 8.15-8.21 (m, 1H), 8.65 (d, J = 2 Hz, 1H)' MS (FAB) 
m/e (rel intensity) 488 (15), 486 (37), 460 (5), 458 (8); HRMS. Calc'd for M + H: 486.1809. Found: 486.1781. 

Example 33 
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35 



1^2-methylphenyl)-4-butyM f 3^ihydro^^ 
imidazol-2-one 

Ste P j : Preparation of 1 -(2-methylphenyl)-4-butyl-1 ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2-methylphenylH-butyl-1,3-dihydro-2H-imidazol-2- 
one was prepared: NMR (CDCI3) 6 0.92 (t, J =7 Hz, 3H), 1.37 (m, J = 7 Hz, 2H), 1.55 (m, J = 7 Hz 2H) 2 28 
(s, 3H), 2.39 (td, J = 7 Hz, 2H), 5.96-5.99 (m, 1H), 7.21-7.31 (m, 4H), 9.88 (br s, 1H); MS (FAB) m/e (rel 
intensity) 231 (100), 201 (2), 175 (2), 155 (3), 127 (4), 106 (3); HRMS. Calc'd for M + H: 231.1497. Found" 
231.1448. 



Ste P 2 Preparation of 1-(2-methylphenyi)-4-butyl-1,3-dih ydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyll- 
40 methyl]-2H-imidazol-2-one^ ~~~ - — — 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(2-methylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 
imidazol-2-one as a colorless solid: NMR (CDCI 3 ) a 0.89 (t, J = 8 Hz, 3H), 1.31-1.45 (m, 2H) 1 46-1 59 (m 
45 2H), 2.26 (s, 3H), 2.37 (td, J=8and 1 Hz, 2H), 5.05 (s, 2H), 6710 (t, J = 1 Hz, 1 H), 7.22-7.31 (m, 4H) 737 (d 
J = 8 Hz, 1H), 7.48-7.59 (m, 3H), 7.81 (dd, J =8 and 2 Hz, 1H), 7.98^8.05 (m, 1H), 8.57 (d, J = 2 Hz 'iH) MS 
(FAB) m/e (rel intensity) 466 (64), 438 (23), 237 (25), 231 (33), 209 (100), 194 (37), 193 (32), 180 (83)- 
HRMS. Calc'd for M + H: 466.2355. Found: 466.2397. 

50 Example 34 
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20 1-(2-methoxyphenylM-butyl-1,3^ih^ 
imidazol-2-one 

Step 1 : Preparation of 1 -(2-methoxyphenyl)-4-butyM .3-dihydro-2H-imidazol-2-one. 

25 Following General Synthetic Schemes III and IV. 1-(2-methoxyphenyl)-4-butyl-1,3-dihydro-2H-imida2ol- 
2-one was prepared: NMR (CDCI 3 ) 5 0.91 (t, J = 7 Hz, 3H), 1.37 <m, J = 7 Hz, 2H), 1.56 (m. J = 7 Hz, 2H), 
2.40 (td, J =8 and 1 Hz, 2H), 3.83 (s, 3H), 6.08-6.12 (m, 1H), 6.96-7.04 (m, 2H), 7.29 (td, J = 8 and 2 Hz, 
1H), 7.43 (dd, J = 8 and 2 Hz, 1H), 9.94 (s, 1H); MS (FAB) m/e (rel intensity) 247 (100), 217 (3), 203 (7)! 
HRMS. Calc'd for M + H: 247.1447. Found: 247.1470. 

30 

Step 2 : Preparation of 1 -(2-methoxyphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]- 
methyl]-2H-imidazol-2-one. " 

Following General Synthetic Schemes XII and XIV or XXIII, the imidazol-2-one from Step 1 was 
35 converted to 1 -(2-methoxyphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: NMR (CDCfe) 5 0.91 (t, J = 7 Hz, 3H), 1.40 (m, J = 7 Hz, 2H), 1.53 (m, 
J = 7 Hz, 2H), 2.40 (t, J = 7 Hz, 2H), 3.83 (s, 3H), 5.06 (s, 2H), 6.20 (s, 1H), 6.96-7.03 (m, 2H), 7.27-7.34 (m,' 
3H), 7.42 (dd, J = 8 and 2 Hz, 1H), 7.53-7.65 (m, 4H), 8.09-8.17 (m, 2H), 8.66 (s, 1H); MS (FAB) m/e (rel 
intensity) 482 (67), 454 (20), 439 (5), 247 (40), 237 (22), 209 (100), 208 (66), 194 (38), 193 (31); HRMS. 
40 Calc'd for M + H: 482.2304. Found: 482.2324. 

Example 35 
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H2-isopropylphenyl)-4-butyl-1,3-dihydro-3-n6-[2-(^^ 
imidazol-2-one 

Ste P 1 : Preparation of 1 -(2-isopropylphenyl)-4-butyl-1 .3-dihydro-2H-imidazol-2-one. 



Following General Synthetic Schemes III and IV, H2-isopropylphenyl)-4-Butyl-1.3-dihydro-2HHmidazol- 




§*5B ?: Preparation of 1-(2-isopropylphenyl)-4-butyl-1,3 -dihvdro-3-fr6-f2-n H-tetrazol-5-yl)phenvll-3- 

pyridinyl]methylh2H-imidazol-2-one. — — lJ -=- 

Following General Synthetic Schemes XII and XIV or XXIII. the imidazol-2-one from Step 1 was 
converted to 1-(2-isopropylphenyl)-4-butyl-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl> 
2H-imidazol-2-one as a colorless solid: NMR (CDCI 3 ) a 0.89 (t, J = 7 Hz, 3H), 1.21 (d J = 7 Hz 6H) 1 37 <m 

HL^t 2 ^' 1 52 (m ' - = ? H2 ' 2H)> 2 36 (t ' J = 7 2H >' 298 ~< m - J = 7 Hz - 1H >. 5-07 (s, 2H), 6.07 (s, 1H)' 
7.09-^25 (m, 2H), 7.30-7.43 (m, 3H), 7.46-7.55 (m, 3H), 7.81 (dd. J = 8 and 1 Hz. 1H). 7.92-7.99 (rn 1H 
8.53 (d, J = 1 Hz. 1H); MS (FAB) m/e (rel intensity) 494 (75). 466 (26"). 451 (4). 259 (14). 237 (37) 209 (100) 
208 (61). 194 (37). 193 (32); HRMS. Calc'd for M + H: 494.2668. Found: 494.2651. 

Example 36 
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1- (2,6-difluorophenyl)-4-butyM^^ 
imidazol-2-one 

Step 1: Preparation of 1-(2,6-difluorophenylH-butyH ,3-dihydro-2H-imidazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2,6-difluorophenyl)«4-butyl-1 I 3-dihydro-2H-imidazol- 

2- one was prepared: NMR (CDCI 3 ) 6 0.93 (t, J = 7 Hz, 3H), 1.31-1.46 (m, 2H), 1.50-1.62 (m 2H) 241 (td 
J = 8 and 1 Hz, 2H), 6.05 (t. J = 1 Hz, 1 H), 6.98-7.08 (m, 2H), 7.27-7.39 (m, 1 H), 9.1 8 (br s, 1 H). 

so Step 2 : Preparation of 1 -(2,6-dif luorophenyl)-4-buty l-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3- 
pyridinyl]methyl]-2mmidazol-2-one. " 

Following General Synthetic Schemes XII and XIV or Scheme XXIII, the imidazol-2-one from Step 1 was 
converted to 1 -(2,6-dif luorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: mp 164.5-165.5* C (dec); NMR (CDCI 3 ) 5 0.90 (t J = 8 Hz 3H) 
1.32-1.46 (m, 2H). 1.48-1.60 (m, 2H), 2.37 (td, J =8 and 1 Hz, 2H) 5.04 (s, 2H), 6.14 (t, J = 1 Hz" 1H) 705 (t' 
J =8 Hz, 2H), 7.29-7.38 (m, 1H), 7.42 (d, J = 8 Hz, 1H), 7.48-7.58 (m, 3H), 7.81 (dd, J = 8 and 2 Hz, 1H)' 
8.04-8.11 (m, 1H), 8.60 (d, J = 2 Hz, 1H); MS (FAB) m/e (rel intensity) 488 (83), 460 (267, 253 (10) 237 (25) 
209 (100), 194 (37), 193 (35), 180 (80); HRMS. Calc'd for M + H: 488.2010. Found: 488.1951. 
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1- (2,6KlichlorophenylM-butyM 
imidazol-2-one 

Step 1: Preparation of 1-(2,6<iichlorophenyl)^butyl-1,3Hjihydro-2H-<midazol-2-one. 

Following General Synthetic Schemes III and IV, 1-(2.6-dichlorophenyl)-4-butyl-1,3-dihydro-2H-imidazol- 

2- one was prepared: NMR (CDCfe) 5 0.93 (t, J = 7 Hz, 3H), 1.32-1.46 (m, 2H), 1.51-1.62 (m 2H) 2 43 (td 
J = 8 and 1 Hz, 2H), 5.94 (t, J = 1 Hz, 1 H), 7.27-7.32 (m, 1 H), 7.40-7.46 (m, 2H), 9.33 (br s, 1 H). 

30 Step 2 : Preparation of 1 -(2,6-dichlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylV3- 
pyridinyl]methyl]-2H-imidazol-2-one. ~ — 



35 



40 



Following General Synthetic Scheme XII and XIV or Scheme XXIII, the imidazol-2-one from Step 1 was 
converted to 1-(2,6-dichlorophenyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: mp 212.0-212.5 • C; NMR (CDCI 3 ) 5 0.88 (t, J = 8 Hz, 3H) 1 30-1 44 
(m, 2H), 1.47-1.59 (m, 2H), 2.34 (td, J=8 and 1 Hz, 2H), 5.10 (s, 2H), 6.04 (t, J = 1~Hz, 1H), 7.28-7.35 (m 
2H), 7.42-7.55 (m, 5H), 7.76 (dd, J =8 and 2 Hz, 1H), 7.97-8.04 (m, 1H), 8.53 (d, J = 2 Hz 1H)« MS (FAB) 
m/e (rel intensity) 522 (48), 520 (85), 494 (8), 492 (12), 287 (4), 285 (8), 237 (51),~209 (93), 194 (35) 193 
(31), 180 (95); HRMS. Calc'd for M + H: 520.1419. Found: 420.1443. 

Example 38 
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1 -(2, 6-dimethylphenyl)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyI]-2H- 
imidazol-2-one 

Step 1 : Preparation of 1 -(2,6-dimethylphenyl)-4-butyl-1 ,3-dihydro-2H-imtdazol-2-one. 
25 " 

Following General Synthetic Schemes III and IV. 1 -(2,6-dimethylphenyl)-4-butyM ,3-dihydro-2H-imidazol- 
2-one was prepared: NMR (CDCfe) 5 0.91 (t,J=7 Hz, 3H), 1.29-1.32 (m, 2H), 1.49-1.61 (m, 2H), 2.18 <s, 
6H), 2.41 (t, J = 7 Hz, 2H), 5.83-5.86 (m, 1H), 7.07-7.21 (m, 3H), 9.66 (br s, 1H); MS (FAB) m/e (rel intensity) 
245 (100), 215 (4), 118 (9); HRMS. Calc'd for M + H: 245.1654. Found: 245.1668. 

30 

Step 2 : Preparation of 1 -(2,6-dimethylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3- 
pyridinyl]methyl]-2H-imidazol-2-one. ~"~ 

Following General Synthetic Schemes XII and XIV or Scheme XXIII, the imidazol-2-one from Step 1 was 
35 converted to 1 -(2,6-dimethylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyi]-3-pyridinyl]methyl]- 
2H-imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 6 0.91 (t, J =8 Hz, 3H), 1.33-1.47 (m, 2H), 1.49-1.61 
(m, 2H), 2.09 (s, 6H), 2.42 (td, J = 8 and 1 Hz, 1H), 5.09 (s, 2H) t 6.04 (t, J = 1 Hz, 1H), 7.06-7.11 (m, 2H), 
7.14-7.21 (m, 1H), 7.52-7.61 (m, 2H), 7.62-7.69 (m, 2H), 7.96-8.07 (m, 2H), 8.57 (d, J = 2 Hz, 1H); MS (FAB) 
m/e (rel intensity) 480 (53), 452 (22), 245 (23), 237 (25), 209 (98), 194 (45), 193 (42), 180 (100); HRMS. 
40 Calc'd for M + H: 480.251 2. Found: 480.2551 . 
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l^lbutyM^lhydro-^ 

Following General Synthetic Schemes XII and XIII, 1 ,4-di butyl- 1 ,3-dihydro-2H-imidazol-2-one (prepared 
in Step 2A of Example 1) was converted to 1 ,4-dibutyl-1 ,3-dihydro-3-[[5^-(1 H-tetrazol-5-yl)phenyl>2- 

5 pyridinyl]methyl]-2H-imidazol-2-one as a colorless solid: NMR (CDCI 3 ) 5 0.85 (t t J = 7 Hz, 3H), 0 88 (t J = 7 
Hz, 3H), 1.11-1.35 (m, 4H), 1.42 (m, J = 7 Hz, 2H), 1.57 (m, J= 7 Hz, 2H), 2.27 (t, J = 7 Hz, 2H)', 3.57 (t! J = 7 
Hz, 2H), 4.78 (s, 2H), 5.93 (s, 1H), 6.86 (d, J = 8 Hz, 1H), 7.35 (dd, J =8 and 2 Hz, 1H), 7.42 (d J=8~Hz 
1H), 7.52-7.56 (m, 1H), 7.58-7.62 (m, 1H), 7.89 (d, J =8 Hz, 1H), 8.27 (d, J = 2 Hz, 1H); MS (FAB^e (rel 
intensity) 425 (66), 404 (15), 389 (15), 237 (6), 208 (82), 193 (43), 180"(100); HRMS. Calc'd for M + L« 

w 438.2594. Found: 438.2645. Anal. Calc'd for C2*H 29 N 7 0: C. 66.80; H, 6.77; N, 22.72. Found* C 67 15- H 
6.83; N, 22.94. ' 



Example 40 
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1,4-dibutyl-1,3Klihydro-3-^ 

Following General Synthetic Schemes XXVIII, XXIV, and XX, 1 ,4-dibutyM ,3-dihydro-2H-imidazol-2-one 
35 (prepared in Step 2A of Example 1) was converted to 1 ,4-dibutyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2- 
pyridinyl]phenyl]methylh2H-imidazol-2-one as a colorless solid: mp 178.0-179.5* C; NMR (CDCI 3 ) 5 0 85 (t 
J = 7 Hz, 3H), 0.88 (t, J = 7 Hz, 3H), 1.23-1.49 (m, 6H), 1.50-1 63 (m, 2H), 2.20 (t, J = 7 Hz, 2H) 3 50 (t J = 7 
Hz, 2H), 4.70 (s, 2H), 5.94 (s, 1H), 7.02 (d, J = 8 Hz, 2H), 7.22 (d, J = 8 Hz, 2H),"7.56 (dd, J = 5 and^Hz, 
1H), 8.31 (d, J = 5 Hz, 1H), 8.77 (d, J =3 Hz, 1H); MS (FAB) m/e (rel intensity) 432 (21), 389 (4), 237 (8) 209 
40 (28), 208 (100), 194 (20), 180 (14), 153 (7); HRMS. Calc'd for M + H: 432.2512. Found: 432.2558. 
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1,4-dlbutyM,3-dlhydro-3-n^ 

Following General Synthetic Schemes XXVIII, XXV, and XX, M-dibutyl-1,3-dihydro-2H-imidazol-2-one 
(prepared in Step 2A of Example 1) was converted to 1 ,4<Jibutyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3- 
5 pyridinyl]phenyl]methyl]-2H-imidazol-2-one as a colorless solid: mp 128-130* C; NMR (CDCI 3 ) 6 0.86 (t, 
J = 7 Hz, 3H), 0.89 (t, J = 7 Hz, 3H), 1.21-1.36 (m, 4H), 1.36-1.49 (m, 2H), 2.21 (t, J = 7 Hz, 2H), 4.74 (s, 2H)! 
5.96 (s, 1H), 7.04 (d, J = 8 Hz, 2H), 7.11 (d, J = 8 Hz, 2H), 7.90 (d, J = 5 Hz, 1H), 8.64 (s, 1H), 8.66 (d, J = 5 
Hz, 1H); MS (FAB) m/e (rel Intensity) 432 (20), 389 (10), 208 (100), 197 (30), 193 (30); HRMS. Calc'd for 
M + H: 432.2512. Found: 432.2508. 

10 

Example 42 



75 



20 



25 




30 

1,4-dibutyM,3-dihydro-3-H4-[3-(1^ 

Following General Synthetic Schemes XXVIII, XXVI, and XX, 1,4-dibutyl-1,3-dihydro-2H-imidazol-2-one 
(prepared in Step 2A of Example 1) was converted to 1,4-dibutyl-1 f 3-dihydro-3-[[4-[3-(1H-tetrazol-5-yl)-4- 

35 pyridinyl]phenyl]methyl]-2H-imidazol-2-one as a colorless solid: mp 176-178° C (dec); NMR (CDCI3) a 0.86 
(t, J = 7 Hz, 3H), 0.90 (t, J = 7 Hz, 3H), 1.22-1.36 (m, 4H), 1.37-1.49 (m, 2H), 1.53-1.66 (m, 2H), 2 22 (t 
J = 8Hz, 2H), 3.57 (t, J = 8Hz, 2H), 4.72 (s, 2H), 5.96 (s, 1H), 7.01 (d, J = 9Hz, 2H), 7.09 (d, J=9Hz, 2H), 7.43 
(d, J = 5Hz, 1H), 8:71 (d, J=5Hz, 1H), 8.87 (s, 1H); MS (FAB) m/e (rel intensity) 432 (22)7404 (3), 389 (5). 
237 (22), 208 (100), 193 (34), 180 (75), 167 (18), 153 (22), 141 (10), 128 (6), 111 (12); HRMS. Calc'd. for 

40 M + H: 432.2512. Found: 432.2512. 

Example 43 



45 



50 



55 




119 



BNSDOCID: <EP 05O8393A1_!_> 



EP 0 508 393 A1 



1,4^lbutyM,3<llhydro^^ 

Following General Synthetic Schemes XXVIII, XXVII, and XX, 1,4-dibutyh1,3-dihydro-2H-lmidazol-2-one 
(prepared in Step 2A of Example 1) was converted to 1,4-dibutyl-1,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl>-3- 
5 pyridinyl]phenyl]methylh2H-imidazol-2-one as a colorless solid: mp 178.0-179.5° C; NMR (CDCI 3 ) 5 0 88 (t 
J = 7 Hz, 3H), 0.93 (t, J = 7 Hz, 3H), 1.25-1.54 (m, 6H). 1.59-1.72 (m, 2H), 2.28 (t, J = 7 Hz, 2H), 3.64 (t J = 7 
Hz, 2H), 4.85 (s, 2H), 5.97 (s, 1H), 7.05 (d, J = 9 Hz, 2H), 7.10 (d, J = 9 Hz, 2H),~7.55 (dd, J = 5 and V Hz 
1H), 7.80 (d, J = 5 Hz, 1H), 8.68 (d, J = 3 Hz, 1H); MS (FAB) m/e (rel intensity) 432 (27), 389 (5), 237 (4) 209 
(29), 208 (100), 194 (21), 180 (45), 153 (10); HRMS. Calc'd for M + H: 432.2512. Found: 432.2563 

w 

BIOLOGICAL EVALUATION 



Assay A: Angiotensin II Binding Activity 

is Compounds of the invention were tested for ability to bind to the smooth muscle angiotensin II receptor 
using a rat uterine membrane preparation. Angiotensin II (All) was purchased from Peninsula Labs. 125 1- 
angiotensin II (specific activity of 2200 Ci/mmol) was purchased from Du Pont-New England Nuclear. Other 
chemicals were obtained from Sigma Chemical Co. This assay was carried out according to the method of 
Douglas et ai [Endocrinology , 106 , 120-124 (1980)]. Rat uterine membranes were prepared from fresh 

20 tissue. All procedures were carried out at 4«C. Uteri were stripped of fat and homogenised in phosphate- 
buffered saline at pH 7.4 containing 5 mM EDTA. The homogenate was centrifuged at 1500 x g for 20 min 
and the supernatant was recentrifuged at 100,000 x g for 60 min. The pellet was resuspended in buffer 
consisting of 2 mM EDTA and 50 mM Tris-HCI (pH 7.5) to a final protein concentration of 4 mg/ml. Assay 
tubes were charged with 0.25 ml of a solution containing 5 mM MgCfe, 2 mM EDTA, 0.5% bovine serum 

25 albumin, 50 mM Tris-HCI, pH 7.5 and 125 I-AII (approximately 10 s cpm) in the absence or in the presence of 
unlabelled ligand. The reaction was initiated by the addition of membrane protein and the mixture was 
incubated at 25 * C for 60 min. The incubation was terminated with ice-cold 50 mM Tris-HCI (pH 7 5) and 
the mixture was filtered to separate membrane-bound labelled peptide from the free ligand. The incubation 
tube and filter were washed with ice-cold buffer. Filters were assayed for radioactivity in a Micromedic 

30 gamma counter. Nonspecific binding was defined as binding in the presence of 10 uM of unlabelled All. 
Specific binding was calculated as total binding minus nonspecific binding. The receptor binding affinity of 
an All antagonist compound was indicated by the concentration (ICso) of the tested All antagonist which 
gives 50% displacement of the total specifically bound 125 I-AII from the high affinity All receptor. Binding 
data were analyzed by a nonlinear least-squares curve fitting program. Results are reported in Table I 

35 

Assay B: In Vitro Vascular Smooth Muscle-Response for A ll 

The compounds of the invention were tested for antagonist activity in rabbit aortic rings. Male New 
ZeaJand white rabbits (2-2.5 kg) were sacrificed using an overdose of pentobarbital and exsanguinated via 
40 the carotid arteries. The thoracic aorta was removed, cleaned of adherent fat and connective tissue and 
then cut into 3-mm ring segments. The endothelium was removed from the rings by gently sliding a rolled- 
up piece of filter paper into the vessel lumen. The rings were then mounted in a water-jacketed tissue bath 
maintained at 37 *C, between moveable and fixed ends of a stainless steel wire with the moveable end 
attached to an FT03 Grass transducer coupled to a Model 7D Grass Polygraph for recording isometric force 
responses. The bath was filled with 20 ml of oxygenated (95% oxygen/5% carbon dioxide) Krebs solution of 
the following composition (mM): 130 NaCI, 15 NaHCOa, 15 KCI, 1.2 NahfePO^ 1.2 MgSO*. 2.5 CaCfc, and 
11.4 glucose. The preparations were equilibrated for one hour before approximately one gram of passive 
tension was placed on the rings. Angiotensin II concentration-response curves were then recorded (3 X 
10 10 to 1 X 10 5 M). Each concentration of All was allowed to elicit its maximal contraction, and then All 
was washed out repeatedly for 30 minutes before rechallenging with a higher concentration of All Aorta 
rings were exposed to the test antagonist at 10~ 5 M for 5 minutes before challenging with All. Adjacent 
segments of the same aorta ring were used for all concentration-response curves in the presence or 
absence of the test antagonist The effectiveness of the test compound was expressed in terms of pA2 
values and were calculated according to H.O. Schild [Br. J. Pharmacol. Chemother. , 2,189-206 (1947)]. The 
PA2 value is the concentration of the antagonist which increases the ECso value for~AII by a factor of two. 
Each test antagonist was evaluated in aorta rings from two rabbits. Results are reported in Table I. 

Assay C: In Vivo Intragastric Pressor Assay Response for All Antagonists 
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Male Sprague-Dawley rats weighing 225-300 grams were anesthetized with methohexital (30 mg/kg, 
i.p.) and catheters were implanted into the femoral artery and vein. The catheters were tunneled sub- 
cutaneously to exit dorsally, posterior to the head and between the scapulae. The catheters were filled with 
heparin (1000 units/ml of saline). The rats were returned to their cage and allowed regular rat chow and 

5 water ad libitum . After full recovery from surgery (3-4 days), rats were placed in Lucite holders and the 
arterial line was connected to a pressure transducer. Arterial pressure was recorded on a Gould polygraph 
(mmHg). Angiotensin II was administered as a 30 ng/kg bolus via the venous catheter delivered in a 50 ul 
volume with a 0.2 ml saline flush. The pressor response in mm Hg was measured by the difference from 
pre-injection arterial pressure to the maximum pressure achieved. The All injection was repeated every 10 

10 minutes until three consecutive injections yielded responses within 4 mmHg of each other. These three 
responses were then averaged and represented the control response to All. The test compound was 
suspended in 0.5% methylcellulose in water and was administered by gavage. The volume administered 
was 2 ml/kg body weight. The standard dose was 3 mg/kg. Angiotensin II bolus injections were given at 30, 
45, 60, 75, 120, 150, and 180 minutes after gavage. The pressor response to All was measured at each 

75 time point. The rats were then returned to their cage for future testing. A minimum of 3 days was allowed 
between tests. Percent inhibition was calculated for each time point following gavage by the following 
formula: [(Control Response - Response at time point)/Control Response] X 100. Results are shown in Table 
I. 
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TABLE T 

In Vitro and Tn Vivo Angiotensin TT 



5 


. Test 
Compound 
ExamDle # 


1 Assay A 
IC 50 (nM) 


^Assay B 
PA2 


3 Assay C 
Dose: 3 mg/kg 
Inhibition (%\ nnniin 


10 


1 


6.5 


8.82/8.53 


50 


> I ou 




2 


38 


8.13/7.40 


25 


1 An 
1 ou 




3 


770 


7.46/6.95 




NA 




4 


140 


7.72/7.09 




NA 


15 


5 


29 


8.64/8.23 




NA 




6 


10 


7.87/7.89 


10 






7 


81 


7.75/7.76 


10 


1 ou 


20 


8 


140 


NA 




NA 


9 


11 


9.27/8.87 


10 


iftn 




10 


47 


7.64/7.35 




NA 




11 


34 


8.44/8.03 




NA 


25 


12 


31 


7.68/8.26 




NA 




13 


14 


8.03/8.60 




NA 




14 


7.6 


8.76/8.64 


35 


> 180 




15 


10 


8.79/8.85 


60 


> 180 


30 


16 


20 


8.42/8.77 


45 


> 180 




17 


17 


8.78/8.63 


10 


180 




18 


12 


8.79/8.64 


65 


> 180 




19 


9.2 


8.43/8.36 


50 


> 180 


35 


on 


16 


9.17/8.86 


75 


> 180 




21 


20 


9.14/9.15 


40 


> 180 




oo 

22 


5.4 


8.75/8.89 


30 


> 180 




oo 

23 


99 


9.04/8.60 




NA 


40 


24 


22 


9.19/8.69 


50 


> 180 




25 


5.0 


9.41/9.16 


25 


> 180 




o^ 

26 


3.6 


8.36/8.44 


15 


180 


45 


27 . 


18 


8.74/8.67 


35 


> 180 




28 


23 


8.85/8.25 


15 


180 




29 


51 


NA 




NA 




30 


65 


NA 




NA 


50 


31 


45 


NA 




NA 




32 


5.4 


8.80/9.04 


50 


> 180 
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TABLE T (CONTTNTIF.DI 
In Vitro and In Vivo Angiotensin TT 
Activity of Compounds of t he Invention 

Test 1 Assay A 2 Assay B 3 Assay C 
Compound IC50 (nM) pA2 Dose: 3mg/kg (i.g.) 
Examp l e f Inhibition (%) Duration fmi^ 



OO 


9.4 


k 1 A 

NA 


65 




> 180 


34 


9.0 


NA 




NA 




35 


14 


NA 




NA 




36 


7.0 


NA 


75 




120 


37 


4.8 


NA 


25 




> 180 


38 


5.0 


NA 




NA 




39 


14 


7.45/7.87 


20 




> 180 


40 


91 


NA 




NA 




41 


160 


NA 




NA 




42 


93 


NA 




NA 




43 


89 


7.55/7.67 




NA 
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1 Assay A: Angiotensin II Binding Activity 
2 Assay B: In Vitro Vascular Smooth Muscle Response 
3 Assay C: In Vivo Pressor Response (all test compounds 

administered intragastrically at 3 mg/kg). 
*NA = Not Assayed 

Also embraced within this invention is a class of pharmaceutical compositions comprising one or more 
compounds of Formula I in association with one or more non-toxic, pharmaceutical ly acceptable carriers 
and/or diluents and/or adjuvants (collectively referred to herein as "carrier" materials) and, if desired, other 
active ingredients. The compounds of the present invention may be administered by any suitable route, 
preferably in the form of a pharmaceutical composition adapted to such a route, and in a dose effective for 
the treatment intended. Therapeutically effective doses of the compounds of the present invention required 
to prevent or arrest the progress of the medical condition are readily ascertained by one of ordinary skill in 
the art. The compounds and composition may, for example, be administered intravascularly, intraperitoneal- 
ly, subcutaneously, intramuscularly or topically. 

For oral administration, the pharmaceutical composition may be in the form of, for example, a tablet, 
capsule, suspension or liquid. The pharmaceutical composition is preferably made in the form of a dosage 
unit containing a particular amount of the active ingredient. Examples of such dosage units are tablets or 
capsules. These may with advantage contain an amount of active ingredient from about 1 to 250 mg, 
preferably from about 25 to 150 mg. A suitable daily dose for a mammal may vary widely depending on the 
condition of the patient and other factors. However, a dose of from about 0.1 to 3000 mg/kg body weight, 
particularly from about 1 to 100 mg/kg body weight, may be appropriate. 

The active ingredient may also be administered by injection as a composition wherein, for example, 
saline, dextrose or water may be used as a suitable carrier. A suitable daily dose is from about 0.1 to 100 
mg/kg body weight injected per day in multiple doses depending on the disease being treated. A preferred 
daily dose would be from about 1 to 30 mg/kg body weight. Compounds indicated for prophylactic therapy 
will preferably be administered in a daily dose generally in a range from about 0.1 mg to about 100 mg per 
kilogram of body weight per day. A more preferred dosage will be a range from about 1 mg to about 100 
mg per kilogram of body weight. Most preferred is a dosage in a range from about 1 to about 50 mg per 
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JO 



is 



20 



25 



kilogram of body weight per day. A suitable dose can be administered, in multiple sub-doses per day 
These sub-doses may be administered in unit dosage forms. Typically, a dose or sub-dose may contain 
from about 1 mg to about 100 mg of active compound per unit dosage form. A more preferred dosage will 
contain from about 2 mg to about 50 mg of active compound per unit dosage form. Most preferred is a 
dosage form containing from about 3 mg to about 25 mg of active compound per unit dose. 

The dosage regimen for treating a disease condition with the compounds and/or compositions of this 
invention is selected in accordance with a variety of factors, including the type, age, weight sex and 
medical cond.tion of the patient, the severity of the disease, the route of administration, and the particular 
compound employed, and thus may vary widely. 

For therapeutic purposes, the compounds of this invention are ordinarily combined with one or more 
adjuvants appropriate to the indicated route of administration, tf administered per os, the compounds may 
be admixed with lactose, sucrose, starch powder, cellulose esters of alkanoic "icidi7 cellulose alkyl esters 
talc, steanc acid, magnesium stearate, magnesium oxide, sodium and calcium salts of phosphoric and 
sulfunc acids, gelatin, acacia gum, sodium alginate, polyvinylpyrrolidone, and/or polyvinyl alcohol and then 
tableted or encapsulated for convenient administration. Such capsules or tablets may contain a controlled- 
release formulation as may be provided in a dispersion of active compound in hydroxypropylmethyl 
cellulose. Formulations for parenteral administration may be in the form of aqueous or non-aqueous isotonic 
sterile injection solutions or suspensions. These solutions and suspensions may be prepared from sterile 
powders or granules having one or more of the carriers or diluents mentioned for use in the formulations for 
oral administration. The compounds may be dissolved in water, polyethylene glycol, propylene glycol 
ethanol, corn oil, cottonseed oil, peanut oil, sesame oil. benzyl alcohol, sodium chloride, and/or various 
buffers. Other adjuvants and modes of administration are well and widely known in the pharmaceutical art 

Although this invention has been described with respect to specific embodiments, the details of these 
embodiments are not to be construed as limitations. 

Claims 



1. A compound of Formula I 



30 
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(D 



wherein A is selected from 
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R 11 "V 



R 3 v 



**\ R 6 



R ,0 R9 R 8 




R«' *V 



wherein m is a number selected from one to four, inclusive; 

wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, formyl, thienylal- 
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kyl, phenylalkyl, polycycloalkyl. polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, 
cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, alkylcarbonylalkyl, cycloalkylcarbonyl, 
cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, aralkoxycarbonyl, al- 
kynyl, alkylthiocarbonyl, alkylthiothiocarbonyl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthlocarbonyl, 
alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsulfonyl, 
heteroaryl having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms, and amido 
radicals of the formula 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein 
R 12 and R 13 taken together may form a heterocyclic group having five to seven ring members including 
the nitrogen atom of said amido radical and which heterocyclic group may further contain one or more 
hetero atoms as ring members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic 
group may be saturated or partially unsaturated; wherein each of R 12 and R 13 taken together may form 
an aromatic heterocyclic group having five ring members including the nitrogen atom of said amido 
radical and which aromatic heterocyclic group may further contain one or more additional nitrogen 
atoms; 

wherein each of R° and R 2 through R 11 is independently selected from hydrido, alkyl, hydroxyalkyl, 
formyl, halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, 
thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyal- 
kyl, alkylcarbonyl, alkylcarbonylalkyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, car- 
boxyl, carboxyalkyl, alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, aralkoxycarbonylalkyl, 
aralkylcarbonyloxyalkyl, mercaptocarbonyl, mercaptothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, al- 
kylthio, cycloalkylthio. cycloalkylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, al- 
kylthiocarbonylthio, alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcar- 
bonylthio, arylthiocarbonyloxy, arylthiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkyl- 
thio, aralkylthiocarbonyl, aralkylcarbonylthio, aralkylthiocarbonyloxy, araikylthiocarbonylthio, alkylthiocar- 
bonyl, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, phthalimido, phthalimidoaJkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, 
cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and 
cyclohetero-containing groups has one or more ring atoms selected from oxygen, sulfur and nitrogen 
atoms, and wherein each of R° and R 2 through R 11 may be further independently selected from amino 
and amido radicals of the formula 




-CN 




X y 
II / 



R 



16 



X 




18 






-<CH 2 -)^CN 



X y 
II / 




and 




26 



wherein X is oxygen atom or sulfur atom; 
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wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R' 4 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and 

5 wherein R 14 and R 15 taken together, R 16 and R 17 taken together, R 18 and R 19 taken together, R 2 ^ and 

R 22 taken together and R 23 and R 24 taken together may each form a heterocyclic group having five to 
seven ring members including the nitrogen atom of said amino or amido radical and which heterocyclic 
group may further contain one or more hetero atoms as ring members selected from oxygen, nitrogen 
and sulfur atoms and which heterocyclic group may be saturated or partially unsaturated; wherein R 1 * 

w and R 15 taken together, R 16 and R 17 taken together, R 21 and R 22 taken together and R 23 ^nd R 24 taken 

together may each form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
contain one or more additional nitrogen atoms; 
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and wherein each of R° and R 3 through R 11 may be further independently selected from hydroxy and 
acidic moieties of the formula 



-Y n A 



20 wherein n is a number selected from zero through three, inclusive, and wherein A is an acidic group 

selected to contain at least one acidic hydrogen atom, and the amide, ester and salt derivatives of said 
acidic moieties; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl. cycloalkylal- 
kyl. alkenyl. alkynyl. aryl. aralkyl and heteroaryl having one or more ring atoms selected from oxygen 
25 sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may 
be substituted by one or more groups independently selected from hydroxy, alkyl, alkenyl, alkynyl, 
aralkyl, hydroxyalkyl, haloalkyl, halo, oxo, alkoxy, aryloxy, aralkoxy, aralkylthio, alkoxyalkyl, cycloalkyl,' 
cycloalkylalkyl, aryl, aroyl, cycloalkenyl, cyano, cyanoamino, nitro, alkylcarbonyloxy, alkoxycarbonyloxy! 
alkylcarbonyl, alkoxycarbonyl, aralkoxycarbonyl, carboxyl, mercapto, mercaptocarbonyl, alkylthio, aryi- 
thio, alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, haloalkylsulfonyl, aralkylsulfinyl, araJkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, heteroaryl having one or more ring atoms selected from oxygen, sulfur and 
nitrogen atoms, and amino and amido radicals of the formula 



X 



« 27 /* 28 s 

-C-R 27 , "N ^ _ N jL R 30 



wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected 
from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, DR 32 and 




wherein D is selected from oxygen atom and sulfur atom and R 32 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , R3°, R3i, rss and R 34 is 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl* haloalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, carboxyl, alkylsulfinyl, alkylsulfonyl, arylsulfinyl, arylsulfonyl! 
haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl, and wherein each of R 27 , R 28 , R 29 , R 30 , R31, R33 ^ 
R 34 is further independently selected from amino and amido radicals of the formula 
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-N 



>35 



► 36 



# R 37 
II /* 
-CN 



and 



,38 



X 

-NC-R 39 
R 40 



wherein X is oxygen atom or sulfur atom; 

10 wherein each of R 35 , R 36 , R 37 , R 38 , R 39 and R 40 is independently selected from hydrido, alky I, 
cycloalkyl, cyano, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl 
and aryl, and wherein each of R 28 and R 29 taken together and each of R 30 and R 31 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
or amido radical, which heterocyclic group may further contain one or more hetero atoms as ring 

75 members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be 

saturated or partially unsaturated; wherein each of R 28 and R 29 taken together and each of R 33 and R 34 
taken together may form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
contain one or more additional nitrogen atoms; or a tautomer thereof or a pharmaceutical ly-acceptable 

20 salt thereof. 

2. Compound of Claim 1 wherein m is one; 

wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, 
phenylalkyl, polycycloalkyl, poly cycloalkylalkyl, phenyl, haiophenyl, alkylphenyl. alkoxyphenyl, cycloal- 
25 kenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl. cycloalkylalkylcarbonyl, 
aralkylcarbonyl. alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, alkylthiocarbonyl, aryl- 
thiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl, alkylsulfonyl, aralkylsulfonyl, arylsulfonyl. 
heteroaryl having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms, and amido 
radicals of the formula 

30 



\ R 13 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl! 
phenylalkyl, polycycloalkyl, poly cycloalkylalkyl, phenyl, haiophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro. carboxyl, carboxyalkyl, 
alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxy carbonylalky I, aralkoxycarbonylalkyl, aralkylcarbonylox- 
yalkyl, mercaptocarbonyl, mercaptothiocarbonyl. mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkyl- 
thio, cycloalkylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, 
alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcarbonylthio, arylthiocar- 
bonyloxy, arylthiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkylthio, aralkylthiocar- 
bonyl, aralkylcarbonylthio, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkyl- 
thlocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsul- 
fonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl. cycloheteroalkylalkyl 
and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl-containing 
groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms, and 
wherein each of R° and R 2 through R 11 may be further independently selected from amino and amido 
radicals of the formula 
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,14 



,X5 



R 2 °X y 
I II / 

— (CH2feN-C-N 



>21 



>22 



X y 
II / 



,16 



-(CH^CN 



ii X 

-<CH2)sOCN 




-(CHj^ NC-R 
R 19 



18 



and 



R 25 X 
I II 



>24 



— (CH^N-COR 



26 



wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 1 * through R 26 is independently selected from hydrido. alkyl, cydoalkyl, cyano, 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl- aralkyi and aryl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cydoalkyl, cycloalkylalkyl. alkoxy, aralkyi, aryl, aroyl. aryloxy, aralkoxy, alkoxyalkyl, 
alkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl. alkynyl, cycloalkynyl, cyano, nitro, carboxyl. alkyl- 
carbonyloxy, mercaptocarbonyl, mercaptothiocarbonyl. alkoxycarbonyloxy. alkylthio. alkylthiocarbonyl, 
alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, alkylthiothiocarbonyl. arylthio, arylthiocar- 
bonyl, arylcarbonylthio. arylthiocarbonyloxy, arylthiothiocarbonyl, aralkylthio, aralkylthiocarbonyl, aralkyl- 
carbonylthio, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkylthiocarbonylthio, 
mercapto, alkylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amino and amido radicals of the formula 



-N 



,14 



,15 




-CN 



and 



X 

-NC-R 8 



wherein X is oxygen atom or sulfur atom; 

wherein each of R u , R 15 , R 16 , R 17 , R 18 and R 19 is independently selected from hydrido, alkyl, 
cydoalkyl, cyano, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyi and aryl; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 



-Y n A 

wherein n is a number selected from zero through three, inclusive; wherein A is an acidic group 
selected from acids containing one or more atoms selected from oxygen, sulfur, phosphorus and 
nitrogen atoms, and wherein said acidic group is selected to contain at least one acidic hydrogen atom, 
and the amide, ester and salt derivatives of said acidic moieties; wherein Y is a spacer group 
independently selected from one or more of alkyl, cydoalkyl, cycloalkylalkyl, alkenyl, alkynyl, aryl, 
araJkyl and heteroaryi having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms; ' 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may 
be substituted by one or more groups independently selected from hydroxy, alkyl, alkenyl, aralkyi, 
hydroxyalkyl, halo, haloalkyl, oxo, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, 
carboxyl, cyano, nitro, alkylsulfonyl. haloalkylsulfonyl, aryl, aralkyi, mercaptocarbonyl, alkylthio and 
alkylthiocarbonyl, and amino and amido radicals of the formula 
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H R 28 X 

| R 27 _ N / R || x 

-C-R / "N and -NC-R 30 

R 31 

wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected 
from hydrido, alky I, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, and DR 32 and 




wherein D is selected from oxygen atom and sulfur atom, and R 32 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , R 30 , R 3 \ R 33 and R 34 is 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkanoyl, alkoxycarbonyl, carboxyl. haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

a Compound of Claim 2 wherein m is one; 

wherein R 1 is selected from alkyl. hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, 
phenylalkyl, polycycloalkyl, polycycfoaikylalkyl, phenyl, halophenyl, alkylphenyl. alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkyicarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, 
aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, alkylsulfonyl, aralkylsulfonyl 
and arylsulfonyl, and amido radicals of the formula 




wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoaikylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl! 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, aralkyl haloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkyicar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, 
alkylcarbonyloxy, mercaptocarbonyl, alkoxycarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, ar- 
alkoxycarbonylalkyl, aralkylcarbonyloxyalkyl, alkylthio, cycloalkylthio, cycloaikylalkylthio, arylthio, aral- 
kylthio, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, 
cycloheteroalkylalkyl and cycloheteroalklylcarbonylalkyl wherein each of said heteroaryl- and 
cycloheteroalkyl-containing groups has one or more hetero ring atoms selected from oxygen, sulfur and 
nitrogen atoms, and wherein each of R° and R 2 may be further independently selected from amino and 
amido radicals of the formula 
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R 14 x ^R 16 x 

^(CHzfc N . ^cHfca/' , -(CH^NC-R 18 

-(CH^-C-N , ^CH^N^ and ^c^i - £ QR* 

R 22 ^^R 24 

wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of through R*> is independently selected from hydrido, alkyl, cycloalkyl cyano 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyi, alkoxyalkyl, aralkyl and aryl; 

wherein each of R3 through R" is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo, haloalkyl, cycloalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy, aralkoxy, alkoxyalkyl, aikylcarbonyl' 
alkoxycarbonyl, alkenyl. cycloalkenyl, alkynyl. cyano. nitro, carboxyl. alkylcarbonyloxy, mercaptocar- 
bonyl, aikoxycarbonyloxy, alkylthio, arylthio. aralkylthio, mercapto, alkylsulfonyl, aralkylsulfonyl and 
arylsulfonyl, and amino and amido radicals of the formula 



P 14 0 T^16 0 

' W / II 

, ' -CN and -NC-R 18 

R 19 

wherein each of W\ R« R'*, r,/, r , 8 and R19 js jndependently se(ected from hydrjdo 

cycloalkyl. cyano, amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyi, alkoxyalkyl aral- 
kyl and aryl; ' 

and wherein each of R° and R3 through R" may be further independently selected from acidic moieties 
of the formula 

-Y„A 

wherein n is a number selected from zero through three, inclusive; 

wherein A is selected from carboxylic acid and bioisosteres of carboxylic acid selected from 
-OH, -SH, 

H W 

I 35 II 

-NR , -C-WH, 

-S-WH, 
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W W w 

II II II 

-S-WH, -P-WH, -P-NH and -P~WH 

W J>36 137 I 33 

R R WR Ja 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 36 , R 37 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, 
haloalkylcarbonyl, cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 , R 36 , R 37 and R 39 
may be further independently selected from amino radical of the formula 



-N 



,40 



.41 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
radical, which heterocyclic group may further contain one or more hetero atoms as ring members 
selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may further contain one or more hetero atoms as ring atoms selected from oxygen, 
nitrogen and sulfur atoms; wherein each of R 36 and R 37 may be further independently selected from 
hydroxy, alkoxy, alkylthio, aryloxy, arylthio, aralkylthio and aralkoxy; and the amide, ester and salt 
derivatives of said acidic groups; 

wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which heterocyclic ring contains at 
least one hetero atom selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a 
single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 
from R 3 through R 11 so as to form a fused-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
kyl, alkenyl, aryl and aralkyl; 

and wherein any of the foregoing R° through R 26 and R 35 through R* 1 , Y and A groups having a 
substitutable position may be substituted by one or more groups independently selected from hydroxy, 
alkyl, alkenyl, aralkyl, hydroxyalkyl, halo, oxo, haloalkyl, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, carboxyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, mercaptocar- 
bonyl, alkylthio and alkylthiocarbonyl, and amino and amido radicals of the formula 



X 

II 30 

and -NOR-*" 

u 

R 



X 
II 

-OR' 



27 



.28 



^29 



wherein X is selected from oxygen atom and sulfur atom; wherein R 27 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl, aryl and DR 32 and 
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-N 



33 



>34 



wherein D is selected from oxygen atom and sulfur atom; wherein R 32 is selected from hydrido alkyl 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; 

wherein each of R 27 , R 28 , R* R*>, &\ R** and R 34 is independently selected from hydrido, alkyl, 
cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, alkoxyalkyl, alkanoyl, alkoxycarbonyl, car- 
boxyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 
Compound of Claim 3 wherein m is one; 

wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylaikyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl 
aralkylcarbonyl, alkenyl, cycloalkenyl. alkynyl, mercaptocarbonyl. alkylsulfonyl, aralkylsulfonyl arylsul- 
fonyl and amido radicals of the formula 



o y 

-CN 



,12 



,13 



wherein each of R 12 and R* is independently selected from hydrido, alkyl, cycloalkyl, cyano amino 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl' 
phenylalkyl. polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl cycloal- 
kenyl, cycloalkenylaikyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl. aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl. alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl 
alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, aralkoxycarbonylalkyl, aralkytearbonylox- 
yalkyl, mercaptocarbonyl, mercaptoalkyl. alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloalkylalkylthio 
arylthio, aralkylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl! 
arylsulfonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroal- 
kylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl- 
containing groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms 
and wherein each of R 2 through R 11 may be further independents selected from amino and amido 
radicals of the formula 



,14 




R 20 X 
-{CH^N-C-N 



>22 



II X 

-(CHj^CN 



R 16 
R 17 



— (CH^OCN 



x >R 
n / 



23 



>24 



X 

> is 

-CCHjfr NC-R 18 
R 19 



R 25 X 

™ d -(CH^-COR 26 
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wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

5 wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 

amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cycloalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, 
10 alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, carboxyl, alkylthio, aralkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

15 -Y n A 

wherein n is a number selected from zero through three, inclusive; wherein A is selected from 
carboxylic acid and bioisosteres of carboxylic acid selected from 

20 -OH, -SH, 

H W 

1 35 II 

25 -NR , -C-WH, 



30 



-S-WH, 



35 



W 

II 



w 
II 



-S-WH and -P-WH 
H I 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcar- 
bonyl, cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 and R 39 may be further 
independently selected from amino radical of the formula 



45 



-N 



.40 



.41 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
radical, which heterocyclic group may further contain one or more hetero atoms as ring members 
selected from oxygen, nitrogen and sulfur atoms, and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may further contain one or more hetero atoms as ring atoms selected from oxygen, 
nitrogen and sulfur atoms; and the amide, ester and salt derivatives of said acidic groups; wherein said 
bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups consisting of 
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heterocyclic rings of four to about nine ring members, which ring contains at least one hetero atom 
selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be saturated fully 
unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a single position 
selected from R 3 through R" or may be attached at any two adjacent positions selected from R 3 
through R" so as to form a fused-ring system with one of the phenyl rings of Formula I; and the amide 
ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl. cycloalkyl. cycloalkvlal- 
kyl, alkenyl, aryl and aralkyl; 

wherein each of R° through R 2 *, R3s and R 3 * through R 41 , Y and A independently may be substituted 
at any substitutable position with one or more groups selected from alkyl, hydroxy, halo, oxo haloalkyl 
alkoxycarbonyl. cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, alkoxy. aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

Compound of Claim 4 wherein m is one; 

wherein R' is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl. thienylalkyl 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl. alkylphenyl. alkoxyphenyl cycloal- 
kenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl 
aralkylcarbonyl, alkenyl, alkynyl. alkylsulfonyl, aralkylsulfonyl, arylsulfonyl and amido radicals of the 
formula 



R 12 
0 / K 

II / 

-CN 

\ R 13 

whe,ein each of R 12 and R 13 is independently selected from hydrido. alkyl. cycloalkyl. cyano amino 
hydroxyalkyl, alkoxyalkyl. phenalkyl and phenyl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl. hydroxyalkyl. formyl halo 
haloalkyl. cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy thienylalkyl' 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl. alkoxyphenyl cycloal- 
kenyl, cycloalkenylalkyl, aralkylhaloalkyl, benzoyl, phenoxy, phenoxyalkyl, phenalkyloxy, phenylthio 
phenalkylthio. aralkoxy, alkoxyalkyl. alkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl. alkynyl cyano' 
nitro, carboxyl, carboxyalkyl. alkylcarbonyloxy, alkylcarbonyloxyalkyl. alkoxycarbonylalkyl. aralkoxycar- 
bonylalkyl, aralkylcarbonyloxyalkyl, mercaptocarbonyl, mercaptoalkyl. alkoxycarbonyloxy alkylthio 
cycloalkylthio. cycloalkylalkylthio, phthalimido, phthalimidoalkyl, heteroaryl heteroarylalkyl' 
cydoheteroalkyl, cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said 
heteroaryl- and cycloheteroalkyl-containing groups has one or more hetero ring atoms selected from 
oxygen, sulfur and nitrogen atoms, and wherein each of R° and R 2 through R 11 may be further 
independently selected from amino and amido radicals of the formula 

X 

-<CH2fc . ^cH^Cn' -^CHjV NOR 18 





R 



19 



r 20 5 / r21 if / r23 r 25 * 

-(CH^N-C-N , ^CHftpCN — (CHj^^N" C OR 26 

^R 22 ^R 24 
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wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

5 wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 

amino, hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cycloalkyl, alkoxy, phenalkyl, phenyl, benzoyl, phenoxy, phenalkyloxy, alkoxyalkyl, 
w alkylcarbonyl, alkoxycarbonyl, alkenyl, cyano, nitro, carboxyl, alkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

75 -Y n A 

wherein n is a number selected from zero through two, inclusive; wherein A is selected from carboxylic 
acid and bioisosteres of carboxylic acid selected from 

20 -OH, ^SH, 

H W 

' 35 « 
-NR , -C-WH, 

25 

-S-WH, 



30 



35 



40 



45 



w w 

II II 

-S-WH and -P-WH 
" WR 38 

wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 R 38 and R3 9 i S independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcar- 
bonyl, cycloalkyl, phenyl and benzyl; wherein each of R 35 and R 39 may be further independently 
selected from amino radical of the formula 



-N 



.R 40 



'R 41 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, alkoxyalkyl, benzyl and phenyl; and the amide, ester and salt derivatives of said acidic 
groups; 

so 

wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which ring contains at least one 
hetero atom, selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a 
55 single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 

from R 3 through R 11 so as to form a fused-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 
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10 



75 



20 



25 



wherein Y is a spacer group independently selected from one or more of alkyl. cycloalkyl, cycloaikylal- 
kyl, alkenyl, phenyl, phenalkyl and aralkyl; 

wherein each of R° through R* R* and R* through F^'. Y and A and independently may be 
substituted at any substitutable position with one or more groups selected from alkyl, cycloalkyl 
cycloalkylalkyl, hydroxy, halo, oxo, haloalkyl. alkoxycart>onyl, cyano, nitro, alkylsulfonyl. haloalkylsul- 
fbnyl, aryl, aralkyl, afkoxy, aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 
Compound of Claim 5 wherein m is one; 

wherein R< is selected from alkyl. hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl 
phenylalkyl. polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl cycloal- 
kenyl, cyctoalkenylalkyl, benzoyl, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, cycloalkylcarbonyl cycloal- 
kylalkylcarbonyl, aralkylcarbonyl, alkenyl and alkynyl; 

where each of R» and R* is independently selected from hydride, alkyl, aminoalkyl, hydroxyalkyl 
formyl, halo, haloalkyl. cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl alkoxy 
thienylalkyl. phenylalkyl, polycycloalkyl, polycycloalkylalkyl. phenyl, halophenyl. alkylphenyl alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl. aralkylhaloalkyl. benzoyl, phenoxy. phenoxyalkyl 'phenal- 
kyloxy, phenyHhio. phenalkylthio, aralkoxy, alkoxyalkyl. acetyl, alkoxycarbonyl. alkenyl. cycloalkenyl 
alkynyl. cyano, nitro, carboxyl. carboxyalkyl. alkylcarbonyl. alkylcarbonyloxy. mercaptoalkyl mercap^ 
tocarbonyl. alkoxycarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl. aralkoxycarbonylalkyl aral- 
kylcarbonyloxyalkyl, phthalimido, phthalimidoalkyl. imidazoalkyl, tetrazole. tetrazolealkyl alkylthio 
cycloalkylthio, cycloalkylalkylthio, and amino and amido radicals of the formula 



30 



35 



,14 



,15 



R 20 X .R 21 

I II / 

— (CHj^N- C-N 



>22 



x 



16 



II / 

-<CH^ CN 



R 17 
R 23 



X 
II 



-(CHj* NC-R 



18 



19 



,24 



R 



R 25 X 

311(1 -<CH5feN-COR 26 



40 



45 



50 



wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of through is independently selected from hydrido, alkyl, cycloalkyl, cyano 
amino, hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo, haloalkyl, alkoxy, phenyl, benzoyl, phenoxy, alkoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cyano' 
nitro, carboxyl, alkylthio and mercapto; 

and wherein each of R° and R* through R" may be further independently selected from acidic moieties 
consisting of CCfeH, C^CHa, SH, CH 2 SH, CaHiSH, P0 3 H 2 . NHSO2CF3, NHSO^Fs, SO3H 
CONHNH2, CONHNHSO2CF3, CONHOCH3. CONHOC2H5, CONHCF3, OH, CH2OH, C2H4OH, OP0 3 H 2 , 
O0O3H, 
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wherein each of R* 2 , R 43 and R* 4 is independently selected from H, CI. CN, NO2, CF 3 C2F5, C3F7, 
CHF 2 , CH 2 F, CO2CH3, CO2C2H5, S0 2 CH 3 , SO2CF3 and SO2C6F5; wherein Z is selected from O, S, 
NR 45 and CH 2 ; wherein R 45 is selected from hydrido, CH 3 and CH 2 CkH S ] and wherein said acidic 
moiety may be a heterocyclic acidic group attached at any two adjacent positions of R 3 through R 11 so 
as to form a fused ring system with one of the phenyl rings of the biphenyl moiety of Formula I, said 
bi phenyl fused ring system selected from 
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Compound of Claim 6 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl n- 
pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl 
cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyclopen- 
tylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl 
thienylmethyl. thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl' 
cydohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl' 
phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl' 
methylphenyl. ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl benzyl 1- 
oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxoethyl, 1-oxopropyl, 1-oxobutyl. 1-oxopentyl 2- 
butenyl, 3-butenyl, 2-butynyl, 3-butynyl and 2-hydroxybutyl; wherein R° is selected from hydrido CtH.- 
(n), CH 3 CH2CH = CH, C3H7(n), SC3H7, 




CH 2 

1 



C2H5. C5H,,(n), C6H, 3 (n), SC t Hs. 
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t^>— 'CH 2 S / 



CH3CH = CH, CH 3 CH2CH2CH = CH-, amino, aminomethyl, aminoethyl, aminopropyl, CH2OH, CH- 
2 OCOCH 3 , CH2CI, CH2OCH2., CH20CH(CH 3 )2, CHO, 
CH2CO2H, CH(CH 3 )C0 2 H, NO2, CI. 



N-N 

-CH2-< N 
N 

1 

H , 




-CH2OCOCH2CH2- 

-CCfcCHa, -CONH2, -CONHCH3, CON(CH 3 )2, -CH2-NHCO2C2H5, 



-CH 2 NHC0 2 ' 




-CH2NHC02CH3,-CH 2 NHC02C 3 H7, -CH2NHC02CH 2 (CH 3 )2. -CH2NHCO2C4H9, CH2NHC0 2 -adamantyl, 
-CH 2 NHC02-(1-napthyl), -CH2NHCONHCH 3 , -CH2NHCONHC2H5, -CH 2 NHCONHC 3 H7, 
-CH2NHCONHC4H9, -CH 2 NHCONHCH(CH 3 )2,-CH2NHCONH(1-napthyl), -CH2NHCONH(1-adamantyl), 

-CH 2 CH 2-CO — l/ O , -CH 2 CH 2 CO-n' ^, 

-CH2CH2CH2CO2H, -CH2CH2F. -CH 2 OCONHCH 3> -CH 2 OCSNHCH 3 , -CH 2 NHCSOC3 H7 , -CH2CH2CH2F, 
-CH2ONO2, 



o 



-CH 2 SH, 



-CH 2 0 



-<2>- 



CI, N0 2 , CF 3 , CH2OH, Br, F, I, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 
n-pentyl, isopentyl, neopentyl, phenyl, cyclohexyl, cyclohexylmethyl, carboxyl, formyl, 1-oxoethyl, 1- 
oxopropyl, 1 -oxobutyl, 1 -oxopentyl, dimethoxy methyl, 1 , 1 -dimethoxy propyl, 1 ,1 -dimethoxypentyl, 
hydroxyalkyl, halo, 1 -oxo-2-phenylethyl, 1-oxo-2-cyclohexylethyl, 1 ,1-difluoro-2-phenylethyl, mon- 
ofluoromethyl, 1,1-difluoro-2-cyclohexylethyl, 2-cyclohexylethyl, 1,1-difluoro-3-cyclohexylpropyl. 1,1- 
dimethoxybutyl, 1,1-difluoroethyl, 1,1-difluoropropyl, 1,1-difluorobutyl, 1,1-difluoropentyl, benzyl, 2- 
phenylethyl, 1,1-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, difluoromethyl, CO2H, SH, PO3H2. SO3H, 
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CONHNH2, CONHNHSO2CF3, OH, 



H H H 




wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl! 
isopropyl, n-butyl, sex^butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl! 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl! 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyh cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl! 
difluorophenyl. methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl. benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R 6 , R8 and R 9 is an acidic group 
selected from CO2H, SH. PO3H2. SCfeH, CONHNH 2 CONHNHSO2 CP- . OH, 




wherein each of R* 2 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 
Compound of Claim 7 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl! 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl! 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl. 1-oxoethyl, 1-ox- 
opropyl, 1-oxobutyl, 1-oxopentyl, 2-butenyl, 3-butenyl, 2-butynyl, 3-butynyl and 2-hydroxybutyl; wherein 
R° is selected from hydrido, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, 4-methyl- 
butyl, tert-butyl, n-pentyl, neopentyl, 1-oxoethyl. 1-oxopropyl, 1-oxobutyl, 1-oxopentyl 1-oxo-2- 
phenylethyl, 1 -oxo-2-cyclohexylethyl, 1 ,1 -<lrf luoro-2-phenylethyl, 1 ,1 -dif luoro-2-cyclohexy lethy I, 2- 
cyclohexylethyl, 1,1-difluoro-3-cyclohexylpropyl, fluoro, chloro. monofluoromethyl, difluoromethyl, 
trifluoromethyl, formyl, carboxyl, dimethoxy methyl, 1,1<limethoxy butyl, 1,1-difluoroethyl. 1.1- 
difluoropropyl, 1 ,1-difluorobutyl. 1,1-difluoropentyl. benzyl, 2-phenylethyl, 1,1-difluoro-3-pheny Ipropyl, 
cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl* 
3-butynyl, propylthio, butylthio, CO2H, SH, PO3H2, SO3H, CONHNH 2 , CONHNHSO2CF3, OH, 
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H 



H 



H 




N — N 



N— 



N 




R 43 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl/ cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R 6 , R 8 and R 9 is an acidic group 
selected from C0 2 H, SH, P0 3 H 2 , S0 3 H, CONHNH 2 , CONHNHSO2CF3, OH, 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

9. Compound of Claim 8 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tertbutyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl. cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, 4-methylbutyl, n-pentyl, 1-oxo-2-phenylethyl, 1-oxo-2-cyclohex- 
ylethyl, fluoro, chloro, monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl, dimethox- 
ymethyl, 1,1-difluoro-2-phenylethyl, 1.1-difluoro-2-cyclohexylethyl, 2-cyclohexyiethyl, 1,1-drfluoro-3- 
cyclohexylpropyl, dimethoxymethyl, 1 ,1-dimethoxy butyl, 1 ,1 -difluoroethyl, 1 ,1 -difluoropropyl, 1 ,1 - 
difluorobutyl, 1,1-difluoropentyl, benzyl, 2-phenylethyl, 1,1-difluoro-3-phenylpropyl, cyclohexylmethyl, 
cyclohexylethyl, cyclohexanoyl, 1-butenyl, 2-butenyl, 3-butenyl. 1-butynyl, 2-butynyl, 3-butynyl, propyl- 
thio and butylthio; wherein R 2 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, 
isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl. cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, 
dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, 



H 



H 



H 
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cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantyl- 
methyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methox- 
yphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyfphenyl, 
diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of R 3 , R 4 , R 6 , R 7 , R 8 , R 10 
and R 11 is hydrido; wherein one of R 5 and R 9 is hydrido and the other of R 5 and R 9 is an acidic group 
selected from COOH, SH, P0 3 H 2 , S0 3 H, CONHNH 2 , CONHNHSO2CF3 , OH, 



" V *? 

N-N N-N U^S 

• ;>„ .up. 

wherein each of R 42 and R* 3 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsuffonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

10. Compound of Claim 9 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyi, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl. cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclohutylmethyl. cyclobutylethyl! 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl! 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl! 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl,' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydrox- 
yalkyl; wherein each of R 3 , R 4 , R 6 , R 7 , R 8 , R 10 and R 11 is hydrido; with the proviso that at least one of 
R 5 and R 9 must be selected from COOH, SH, PO3H2, S0 3 H, CONHNH 2f CONHNHSO2CF3, OH 



H H H 

N-N N-N N^/ 

N N*^R43 



wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsuffonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

11. Compound of Claim 10 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl. isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
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cyclopentylmethyt, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl cyclohexanoyl, methylbutyl 
ethylbutyl. dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl. ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl. diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chl'oro 
monofluoromethyl, difluoromethyl, trifluoromethyl. formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyfrphenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydrox- 
yalkyl; wherein each of R3, R*. R 6 , R 7 , R 8 , Rio and R n is nydndo; wherein one of R 9 and R 9 is hydrido 
and the other of R s and R 9 is an acidic group selected from C0 2 H and 



H 
I 

N— N 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 
12. Compound of Claim 11 selected from a family of compounds of Formula II 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl. 4- 
methylbutyl, n-pentyl. isopentyl, neopentyl. phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl. cyclobutylethyl' 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl methylbutyl' 
ethylbutyl, dimethylbutyl. thienylmethyl. thienylethyl. thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl. cyclopentenylpropyl. cyclohexenyl. cyclohexenylmethyl. cyclohexenylethyl. adamantyl ad- 
amantylmethyl. adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl, ethoxyphenyl. methylphenyl. ethylphenyl, propylphenyl. isopropylphenyl. dimethyl- 
phenyl, diethylphenyl. benzyl. 1-oxo-2-cyclohexylethyl. benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro chl'oro 
monofluoromethyl. difluoromethyl, trifluoromethyl, formyl. carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl. neopentyl. phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl. cyclopentyl. cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl 
thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl. adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl. difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl 
propylphenyl. isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R s is an acidic group 
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selected from CO2H and 

H 



,N 



10 



N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 



JS 



20 



13. Compound of Claim 12 wherein R< is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl sec- 
butyl, isobutyl, tert-butyl. 4-methylbutyl, n-pentyl. isopentyl. neopentyl, phenyl, benzyl, phen'ethyl 
cyc opropyl. cyclobutyl, cyclopentyl. cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl' 
cyclobutylethyl. cyclopentylmethyl. cyclopentylethyl, cyclohexylmethyl. cyclohexylethyl, cyclohexanoyl' 
methylbutyl. ethylbutyl. dimethylbutyl, thienylmethyl. thienylethyl. thienylpropyl. cyclopentenylmethyl' 
cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl. cyclohexenylethyl ad- 
amantyl adamantylmethyl. adamantylethyl. phenyl, chlorophenyl. dichlorophenyl. fluorophenyl 
difluorophenyl, methoxyphenyl. ethoxyphenyl. methylphenyl. ethylphenyl, propylphenyl. isopropyl- 
phenyl. d.methylphenyl. diethylphenyl. benzyl. 1-oxo-2-cydohexylethyl. benzoyl. 1-oxo-2- P henethyl 1- 
oxopropyl. 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl. isopropyl. n-butyl, sec-butyl, isobutyl. tert-buty', n-pentyl isopentyl 
neopentyl. phenyl, benzyl, phenethyl. cyclopropyl. cyclobutyl. cyclopentyl, cyclohexyl. cyclopropyl- 
25 methyl, cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl. cyclopentylmethyl. cyclopentylefhyl 
cyclohexylmethyl. cyclohexylethyl, methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl' 
th.enylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl, cyclohex- 
enylmethyl. cyclohexenylethyl. adamantyl. adamantylmethyl. adamantylethyl. phenyl, chlorophenyl 
d.chlorophenyl, fluorophenyl. difluorophenyl. methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl 
30 propylphenyl. .sopropylphenyl, dimethylphenyl. diethylphenyl and benzyl; wherein R* is an acidic group 
selected from CO2H and y 



35 



40 



H 
I 

N— N 
1 N 



AS 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

14. Compound of Claim 13 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

I T^K^!^ 1 '^"y^S-trS-PHI H-tetrazol-5-yl)phenylh2-pyridinyl]meth y lh2H-imidazol-2K ) ne- 
,4-d.butyM .3-d.hydro-3-[[5-t2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one- 
-pentyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2-one 
-.sopentyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one- 
1 -cyclohexylmethyl-4-butyl-l ,3-dihydro-3-l[H2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H- 
so imidazol-2-one; 

I -^^Vn^y-^butyl-l .3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2- 

1 -(2-cyclohexylethylH-butyH ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phen y ih2-pyridinyl]methylV2H- 
imidazol-2-one; 

w 1 -(2-phenylethylH-butyM .3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 

one, 
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1 ,4~dibutyl-5-methyM ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5"yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imida2ol- 
2-one; 

1Wsopentyl-4-butyl-5-methyM,3-dihydrcK3^^ 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[[5-[2-(1H-tetr^ 
2H-imidazol-2-one; 

1 - pheny Imethy l-4-buty l-5-m^ 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl> 
2H-imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]<2H- 
imidazol-2-one; 

1 -propyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2oI-5-yl)phenyI]-2-pyridinyl]mdth^l]-2H-imida2ol- 

2- one; 

1,4-dibutyl-5-chloro-1,3-dihydro-3-[f5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-jmidazol-2-one; 
1 -pentyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methylh2H-imidazol-2- 

one; *' 

1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5-chloro-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]- 
2H-imida2ol-2-one; 

1-phenylmethyl«4-butyl-5-chloro-1^^^ 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y!)phenyl]-2-pyridinyl]methyl]- 
2H-imidazol-2-one; and 

1 -(2-phenylethy l)-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one. 

15. Compound of Claim 11 selected from a family of compounds of Formula III 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl! 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl. dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl. phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl! 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

16- Compound of Claim 15 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropy I methyl, cyclopropylethyl, cyclobuty I methyl] 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl,' 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl! 
cydopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamanty I methyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexy lethy I, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl, tert-butyl, n-pantyl, isopentyl. 
neopentyl. phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyl, cyclopentyl. cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cydopentenylethyl. cyclopentenylpropyl, cyclohexenyl. cyclohex- 
enylmethyl. cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl! 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from C0 2 H and 



H 
I 

N— N 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

17. Compound of Claim 16 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

1 ,4-dibutyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one; 

1 ,4-dipropyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -propyl-4-isobutyl-1 ,3-dihydro-3-[[6-[2-(l H-tetrazoh5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one; 

1 -butyl-4-isobutyl-1 .3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one; 

1 -butyl-4-isopentyl-1 .3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)phenylh3-pyrid!nyl]methylh2H-imidazol-2-one; 

1 -butyl-4-pentyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methylh2H-imidazol-2-one; 

1 -butyl-4-cyclohexyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 
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l-butyl-4-cyclopentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imida2ol-2- 
one; 

1 -butyl-4-(2-cyclopropy lethy l)-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)pheny l]-3-pyrinyI]methyl]-2H- 
imidazoi-2-one; 

1-methyl-4-butyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazoi-2-one; 
1-ethyl-4-butyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyth3-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -propy l-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 
1 -isobuty l-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 
1 -isopenty l-4-butyl-1 ,3-dihydro3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1,3-dihydrcH3-[[6-[2-(1^^^ 

1 -isopropyl-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl]-2H-imida20l-2-one; 

1-tertbutyl-4-butyl-1,3-dihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1-neopentyl-4-buty!-1,3-dihydro-3-[[6-[2-(1 H-tetrazo!-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -(3,3-dimethy Ibuty l)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl>2H- 
imidazol-2-one; 

1 -(2-ethylbutyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imida2ol-2- 

one; 

1 -cyclohexy l-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 

1 -(2-cyclopropylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclopentyl-4-buty 1-1 t 3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyl]-2H-imidazol-2- 

one; 

1 -cyclopentylmethy l-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -[2-(2-thienyl)ethyl]-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyi]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclopentylethy l)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -[2-(cyclopenten-1 -yl)ethyl]-4-butyl-l ,3-dihydro-3-[[6-[2-(l H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]- 
2H-imida2ol-2-one; 

1 -(2-adamanty l)-4-buty 1-1 f 3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridmyl]methyl]-2H-imidazol-2- 

one; 

1 -(1 -adamanty l)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyn-2H-imida20l-2- 
one; 
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1-phenyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetraz<^-5.yl)phenylh3-pyiidinyl]methyl>2H-imidazol-2-one; 

1-(2^hlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazof-5-yl)phenylh3-pyridinyl]methylh2H-imidazol- 
5 2-one; 

1- (2-methylphenylM-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol- 

2- one; 

w 1 -(2-methoxyphenyl)-4~butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 

imidazol-2-one; 

1 -(2-isopropylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 



75 



30 



50 




1 -(2,6<lifluorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridiny l]methylh2H- 
imidazol-2-one; 

1 -(2,6^ichlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridiny l]methyl]-2H- 
20 imidazol-2-one; and 

1 -(2,&<Jimethylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridfnyl]methyl]-2H- 
imidazol-2-one. 

25 18. Compound of Claim 11 selected from a family of compounds of Formula IV 

O 

J4^ N - CH 2 — ^ jh\ /> ov) 
R ° r 2 

35 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl' 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
40 tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyi, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido. methyl, ffuoro, chloro 
45 monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl' 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl 
propylphenyi, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R* is an acidic qrouD 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

19. Compound of Claim 18 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexy!ethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl. dimethylbutyl, thienylmethyl. thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl. adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

20. Compound of Claim 19 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

1 -propy l-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 
1 ,4-dibutyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-isopentyl-4-butyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1- phenylmethyl-4-butyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-&-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclohexy lethy l)-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-py ridiny l]phenyl]methy I ]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -propy l-4-butyh5-methyl-1,3-dihydro-3-[[4-[3-(1H-tetrazol-5-yl)-2-py ridiny l]phenyl]methyl]-2H-imidazol- 

2- one; 

1,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -pentyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-py ridiny l]phenyl]methy l]-2H-imidazol- 
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2-one; 

1 -isopentyl-4-butyl-5-methyM .3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-methyl-1 .3-dihydro-3-rj4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

l^y C ' 0h f ^thy'H-butyl-S-methyl-l .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl>-2-pyridin y l] P henyl]methylh 
2H-imidazol-2-one; ' ' 

1- propyl^butyl-5^hlor^1,3^ihydr^ 

2- one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[t4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl>2H-imidazol-2-one- 
1 -pentyl-4-butyl-5^hloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2- P yridinyl]phenyl]m9thylh2H-imida Z ol-2- 
one; 

1-isopentyl^butyl-5^hto^ 
imidazol-2-one; 

1 ^yclohexylmethyl-4-butyl-5^hloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra 20 l-5-yl)-2-pyridinyl]phen y l]meth y l> 
20 2rHinidazol-2-on©; 

1 -phenylmethyM-butyl-5-chloro-1 ,3-dihydro-3-r[4-[3-<1 H-tetrazol-5-yl)-2-p y ridinyl]phenyl]methylh2H- 
imidazol-2-one; 

W2^yclohexylemyl^^ 

2H-imidazol-2-one; and 

1 -<2-PhenylethylH-butyl-5^hloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methyl>2H- 
imidazoi-2-one. 

21. Compound of Claim 11 selected from a family of compounds of Formula V 



10 



15 



25 
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45 



50 
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O R5 

R 2 

wherein Ri is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
metfiylbutyl, n-pentyl, isopentyl, neopentyl. phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyl 
cydopenty, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
°!L ?^T ^ ^toP^^'^y'- cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl' 
ethy buty , d.methylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl. cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl a d- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl. fluorophenyl. difluorophenyl 
methoxypheny I ethoxyphenyl, methylphenyl, ethylphenyl. propylphenyl, isopropylphenyl, dimethyl- 
phenyl. diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl. benzoyl, 1-oxo-2-phenethyl. 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro. chloro 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R* is 
selected from methyl, ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
W neopenty , phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cydopropyl- 
metbyi. cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl 
cyclohexylmethyl. cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl 
thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl. cyclohex- 
enylmethyl. cyclohexenylethyl. adamantyl. adamantylmethyl. adamantylethyl. phenyl, chlorophenyl. 
d,chlorophenyl. fluorophenyl. difluorophenyl. methoxyphenyl, ethoxyphenyl. methylphenyl. ethylphenyl 
propylphenyl. .sopropylphenyl. dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and y K 
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I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

22. Compound of Claim 21 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl! 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, , 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl. fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, l-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R<> is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl. 
cyclohexylmethyl, cyclohexylethyl, methylbutyl. ethylbutyl. dimethylbutyl, thienylmethyl, thienylethyl. 
thienylpropyl, cyclopentenylmethyl. cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl. 
dichlorophenyl, fluorophenyl, difluorophenyl. methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

Compound of Claim 22 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

1 -propyi-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H.imidazol-2-one- 
1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1,3-dihydro-3-[[4-[4-(1H-tetrazol-5-yl)-3-pyridinyl]phen 

1-isopentyl-4-butyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -cyclohexy Imethy l-4-buty 1-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridiny l]pheny l]methylh2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 i,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinylJphenyl]methyl]-2H-imtdazol-2- 
pne; 

l-(2-cyclohexylethyl)-4-butyl-1,3-dihydr<)-3-[[4-t4-(1H-tetrazol-5-yl)-3-pyridinyl]p 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1,3-dihydrc-3-[[4-[4-(lH-tetrazol-5-yl)-3-p^ 

one; 

1- propyl-4-butyl-5-methyl-1,3^ihydro-34[4-[4-(1H-tetrazol-5-yl)-3-pyridinyl]pher^^ 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol- ' 
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2-one; 

1 -isopentyl-4-butyl-5-methyl-t ,3-dihydro-3-[[4-[4-(1 H-tetra2o!-5-yl)-3-pyridinyl]phenyl]rTiethylh2H- 
imidazol-2-one; 

1 -cyclohexy lmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridiny l]pheny l]methy l> 

2 H-im idazol-2-one; 

1 -phenylmethyh4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methy l>2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-biJtyl-5-methyM ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl^ 
2H-imidazol-2-one; 

1-<2-phenylethyl)-4-butyl-5-methyl-1 .3-dihydro-3-[[4-[4-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]meth 
imidazoi-2-one; 

1- propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyf]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-irnida2ol-2-one; 
1-pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol-2- 



1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -cyclohexylmethy l-4-birtyl-5-chloro-^ ,3-dihydro-3-{[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyclohexylethyl)-4-butyl-5-chloro-1 .3-dihydro-3-[[4-t4-(1H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; and 

1 -(2-pheny lethyl)-4-buty i-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one. 

24. Compound of Claim 1 1 selected from a family of compounds of Formula VI 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexy lethy I, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentehylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec^butyl, isobutyl, tert-butyl. n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexy lethy I, methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



one; 




(VI) 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

25. Compound of Claim 24 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-buty!, 4-m ethylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl methyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyf, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyciopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl. methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyciopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl. phenyl, chlorophenyl, 
dichlorophenyl. fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 

N— N 

JL n > 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

2a Compound of Claim 25 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

1 -propyl-4-butyi-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy l]-2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy l]-2H-imidazol-2-one; 

1- isopentyl-4-butyl-1 ,3-dihydrch3-[[4-[3-(1H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol^ 
1 -cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-ylH-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethyl-4~buty l-i ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl}-2H-imidazol-2- 
one; 

1 -(2-cyclohexylethy l)-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-buty 1-1 ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -propyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-py ridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol- 
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2-one; 

1-isopentyl-4-butyl-5-memyl-1,3-dihydro-3-rM 
imidazol-2-one; 

1-cyclohexylmemyl-4-butyl-5-methyl^^ 
2Himidazol-2-one; 

1-phenylmethyl^butyl-5-methyl-1,3KJihydro-3-[[4-[3-(1H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methy 
imidazol-2-one; * 

H2-cyclohexylethyl)^bu^ 

2l-Hmidazol-2-one; 

1 -<2-phenylemyl)-4-butyl-5-m e myl-^ 

imidazol-2-one; 

1- propyl-4-butyt-5-chloro-1,3-dihydro-3-^ 

2- one; 

1 ,4-dibutyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetra 2 ol-5-yl)-4-pyridinyl]phenyl]methy^2H-imidazol-2-one- 
1-pentyW-butyl-5-chlorc-1.3-dihydro-3^^ 
one; 

1-isopentyl-4-butyl-5-chloro-1,3-dihydro-3-[M^ 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5^hloro-1 ,3-dihydro-3-l[4-[3-(1 H-tetrazol-5-ylM-pyridinyHphenyllmethylV 
20 2HHmida2ol-2-one; 

1-phenylmemyM-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyrid.nyl]phenyl]methyl]-2H- 
imidazol-2-one; 

^"j 2 " C ^ ,0h f ^'ethylM-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl>-4-pyridinyl]phenyl]methylV 
<cn-imidazol-2-one; and 

1 - ( 2-P h e n y |eth y'H-butyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H- 
imidazol-2-one. 

27. Compound of Claim 11 selected from a family of compounds of Formula VII 



15 



25 



30 



35 



40 



45 



50 



55 



wherein R' is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl, tert-butyl 4- 
methylbuty . n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyl 
cycopentyl. cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
C » n ) ethyl ' WtoPenWW- cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl' 

ethy buty , d.methylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl. cyclopen- 
tenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl. difluorophenyl 
methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl. propylphenyl, isopropylphehyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl. tert-butyl. n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl. cydopropyl- 
mettiyt cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl' 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl cyclohex- 
enylmethyl, cyclohexenylethyl. adamantyl. adamantylmethyl, adamantylethyl. phenyl, chlorophenyl 
d.chlorophenyl. fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R* is an acidic group 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

2a Compound of Claim 27 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyimethyl, cyclopropylethyl, cyclobuty I methyl, 

\ cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyi- 
methyl. cyclopropylethyl, cyclobuty Imethy I, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl. ethylbutyl. dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl. cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl. adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R s is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

29, Compound of Claim 28 selected from compounds and their pharmaceutically-acceptable salts of the 
group of compounds consisting of 

1-propyh4-butyl-1,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 

1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexy Imethy l-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-py ridinyl]pheny l]methyl]-2H- 

imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[2-0 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[2-(l H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1- propyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridiny 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-5-methyl-1,3-dihydro-3-^ 
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2-one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyJ]mettiylh2H- 
imidazol-2-one; 

1 ^yclohexylmethy l-4-butyl-5-methy 1-1 ,3-dihydro-3-[[4-[2-<1 H-tetrazoh5-yl>-3-pyndinyl]phenyl]methylh 
5 2H-imidazol-2-one; 

1 -phenylmethy h4-buty l-5-methy 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridiny l]pheny l]methy l>2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

w 1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 

imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyIh2H-imida2o!- 
2-one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phGnyl]methy!>2H-imida2ol-2-one; 
75 1 -pentyM-butyl-5-ch!oro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]mGthylh2H.imidazol-2- 

one; 

1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-{2-(1 H-tetrazol-5-yl)-3-pyr!dinyl]phenyl]methylh 
20 2H-imidazol-2-one; 

1 -phenylrnethyl-4-butyl-5-chIoro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -(2-cyclohe>cylethyl)-4-butyh5-chloro-1 f 3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; and 



25 



30 



35 



40 



45 



1 -(2-phenylethy l)-4-buty l-5-chloro-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridiny l]phenyl]methy lh2H- 
imidazol-2-one. 

30- Compound of Claim 17 which is 1 ,4~dibutyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]- 
methylh2H-imidazol-2-one or a pharmaceutically-acceptable salt thereof. 

31. Compound of Claim 17 which is 1 -(2-ethy Ibuty l)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3- 
pyridinyl]methyl]-2H-imidazol-2-one or a pharmaceutically-acceptable salt thereof. 

32. A pharmaceutical composition comprising a therapeutical ly-effective amount of an angiotensin II 
antagonist compound and a pharmaceutically-acceptable carrier or diluent, said antagonist compound 
selected from a family of compounds of Formula I 

O 

Js 4 3 N-E-CHj-A CD 
R 2 

wherein A is selected from 
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wherein m is a number selected from one to four, inclusive; 

wherein R 1 is selected from alky I, hydroxy alky I, haloalkyl, cycloalkyl, cycloalkylalkyl, formyl, thienylal- 
kyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl. alkylphenyl, alkoxyphenyl, 
cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, alkylcarbonylalkyl, cycloalkylcarbonyl, 
cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, aralkoxycarbonyl, al- 
kynyl, alkylthiocarbonyl, alkylthiothiocarborryl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl, 
alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl. arylsulfonyl, 
heteroaryl having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms, and amido 
radicals of the formula 



II / 

-CN 

\ R 13 

wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein 
R 12 and R 13 taken together may form a heterocyclic group having five to seven ring members including 
the nitrogen atom of said amido radical and which heterocyclic group may further contain one or more 
hetero atoms as ring members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic 
group may be saturated or partially unsaturated; wherein each of R 12 and R 13 taken together may form 
an aromatic heterocyclic group having five ring members including the nitrogen atom of said amido 
radical and which aromatic heterocyclic group may further contain one or more additional nitrogen 
atoms; 

wherein each of R° and R 2 through R 11 is independently selected from hydrido, alkyl, hydroxyalkyl, 
formyl, halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, 
thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyal- 
kyl, alkylcarbonyl, alkylcarbonylalkyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, car- 
boxyl, carboxyalkyl, alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxy carbonylalky I, aralkoxycarbonylalkyl, 
aralkylcarbonyloxyalkyl, mercaptocarbonyl, mercaptothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, al- 
kylthio, cycloalkylthio, cycloalkylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, al- 
kylthiocarbonylthio, alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcar- 
bonylthio, arylthiocarbonyloxy, arylthiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkyl- 
thio, aralkylthiocarbonyl, aralkylcarbonylthio, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, alkylthiocar- 
bonyl, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, araJkylsulfinyl, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, 
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cydoheteroalkylaJkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and 
cyclohetero-containing groups has one or more ring atoms selected from oxygen, sulfur and nitrogen 
atoms, and wherein each of R° and R 2 through R 11 may be further independently selected from amino 
and amido radicals of the formula 



w 



,14 



— (CHj^CN 




X 
II 



-icn&r nc-r 



18 



19 



15 



? 8 y 



— (CH^N- C-N 



>21 



>22 



X y 
II X 



>23 



R 25 X 



and 



.24 



— <CH^N-COR 



26 



20 



25 



30 



35 



wherein X is oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl. aralkyl and aryl, and 
wherein R 14 and R 15 taken together, R 16 and R 17 taken together, R 18 and R 19 taken together, R 21 and 
R 22 taken together and R 23 and R 24 taken together may each form a heterocyclic group having five to 
seven ring members including the nitrogen atom of said amino or amido radical and which heterocyclic 
group may further contain one or more hetero atoms as ring members selected from oxygen, nitrogen 
and sulfur atoms and which heterocyclic group may be saturated or partially unsaturated; wherein R 14 
and R 15 taken together, R 16 and R 17 taken together, R 21 and R 22 taken together and R 23 and R 24 taken 
together may each form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
contain one or more additional nitrogen atoms; 

and wherein each of R° and R 3 through R 11 may be further independently selected from hydroxy and 
acidic moieties of the formula 



-Y n A 



40 



45 



50 
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wherein n is a number selected from zero through three, inclusive, and wherein A is an acidic group 
selected to contain at least one acidic hydrogen atom, and the amide, ester and salt derivatives of said 
acidic moieties; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
kyl, alkenyl, alkynyl, aryl, aralkyl and heteroaryl having one or more ring atoms selected from oxygen 
sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may 
be substituted by one or more groups independently selected from hydroxy, alkyl, alkenyl, alkynyl, 
aralkyl, hydroxyalkyl, haloalkyl, halo, oxo, alkoxy, aryloxy, aralkoxy, aralkylthio, alkoxyalkyl, cycloalkyl! 
cycloalkylalkyl, aryl, aroyl, cycloalkenyl, cyano, cyanoamino, nitro, alkylcarbonyloxy, alkoxycarbonyloxy! 
alkylcarbonyl, alkoxycarbonyl, aralkoxycarbonyl, carboxyl, mercapto, mercaptocarbonyl, alkylthio, aryl- 
thio, alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, haloalkylsulfonyl, aralkyisuifinyl, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, heteroaryl having one or more ring atoms selected from oxygen, sulfur and 
nitrogen atoms, and amino and amido radicals of the formula 
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£ R 28 X 

-C-R , -N and -NC-R 

R 31 

wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected 
10 from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, DR 32 and 



-N 

^ R 34 

wherein D is selected from oxygen atom and sulfur atom and R 32 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , R 30 , R3i ( R33 and R 34 j s 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haioalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, carboxyl, alkylsulfinyl, alkylsulfonyl, arylsulfinyl, arylsulfonyl, 
haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl, and wherein each of R 27 , R 28 , R 29 , R 30 , R 31 , R 33 and 
R 34 is further independently selected from amino and amido radicals of the formula 



25 



30 



-N 



>35 



>36 



^ and -NC-R 

>38 I 



,40 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 35 , R 36 , R 37 , R 38 , R 39 and R 40 is independently selected from hydrido, alkyl, 
35 cycloalkyl, cyano, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl 
and aryl, and wherein each of R 28 and R 29 taken together and each of R 30 and R 31 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
or amido radical, which heterocyclic group may further contain one or more hetero atoms as ring 
members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be 
40 saturated or partially unsaturated; wherein each of R 28 and R 29 taken together and each of R 33 and R 34 
taken together may form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
contain one or more additionaJ nitrogen atoms; or a tautomer thereof or a pharmaceuttcally-acceptable 
salt thereof. 

45 

33. The composition of Claim 32 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, 
haioalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phe- 
nyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcar- 
bonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cyclbal- 
50 kenyl, alkynyl, cycloalkynyl, alkylthiocarbonyl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl, 
alkylsulfonyl, aralkylsulfonyl, arylsulfonyl, heteroaryl having one or more ring atoms selected from 
oxygen, sulfur and nitrogen atoms, and amido radicals of the formula 
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10 



15 



20 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoafkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl! 
phenylalkyl, poly cycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl. cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, araikoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, 
alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, aralkoxycarbonylalkyl, aralkylcarbonylox- 
yalkyl, mercaptocarbonyl, mercaptothiocarbonyl. mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkyl- 
thio, cycloalkylalkylthio, alkylthiocarbonyl. alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, 
alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyi, arylcarbonylthio, arylthiocar- 
bonyloxy, arylthiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkylthio, aralkylthiocar- 
bonyl, aralkylcarbonylthio, aralkylthiocarbonyloxy. aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkyl- 
thiocarbonylthio, mercapto, alkylsulfinyl, alkylsuffonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsul- 
fonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroalkylalkyl 
and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl-containing 
groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms, and 
wherein each of R° and R 2 through R" may be further independently selected from amino and amido 
radicals of the formula 



25 



30 



14 



-ica^s n 



R20X .r 21 

i ii / 

—iCHftF- C-N 

\ R 22 



X y 
II / 



— (CHj^CN, 



X y 
II X 



,16 

R 17 
R 23 



-{CHjtfDCN. 



>24 



X 

— (CHsfe- NC-R 18 
R 19 



R 25 X 

™ d -^CH^N-COR 26 



35 



40 



45 



50 



wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo, haloalkyl, cycloalkyl, cycloalkylalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy, araikoxy, alkoxyalkyl' 
alkylcarbonyi, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, alkyl- 
carbonyloxy, mercaptocarbonyl, mercaptothiocarbonyl, alkoxycarbonyloxy, alkylthio. alkylthiocarbonyl 
alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, alkylthiothiocarbonyl, arylthio, arylthiocar- 
bonyi, arylcarbonylthio, arylthiocarbonyloxy, arylthiothiocarbonyl, aralkylthio, aralkylthiocarbonyl, aralkyl- 
carbonylthio, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkylthiocarbonylthio, 
mercapto, alkylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amino and amido radicals of the formula 



55 



-N 



14 



,15 




and 



X 

H „ 

-NC-R 18 
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wherein X is oxygen atom or sulfur atom; 

wherein each of R u , R 1 *, R'*, R i7 f R is and R , 9 is independently selected from hydrido, alkyl, 
cycloalkyl, cyano, hydroxyaJkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

-Y n A 



wherein n is a number selected from zero through three, inclusive; wherein A is an acidic group 
selected from acids containing one or more atoms selected from oxygen, sulfur, phosphorus and 
nitrogen atoms, and wherein said acidic group is selected to contain at least one acidic hydrogen atom, 
and the amide, ester and salt derivatives of said acidic moieties; wherein Y is a spacer group 
independently selected from one or more of alkyl, cycloalkyl, cycloalkylalkyl, alkenyl, alkynyl, aryl, 
aralkyl and heteroaryl having one or more ring atoms selected from oxygon, sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may 
be substituted by one or more groups independently sejected from hydroxy, alkyl, alkenyl, aralkyl, 
hydroxyalkyl, halo, haloalkyl, oxo, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl! 
carboxyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, mercaptocarbonyl, alkylthio and 
alkylthiocarbonyl, and amino and amido radicals of the formula 



25 



X 
II 



-C-FC 



27 



-N 



•>28 



,29 



and 



X 
II 

-NOR 
I 



30 



30 wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected 
from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, and DR 32 and 



35 



45 



p33 

-N 

\ R 34 



wherein D is selected from oxygen atom and sulfur atom, and R 32 is selected from hydrido, alkyl, 
40 cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , R^, R 3 \ R33 anc | R3* js 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkanoyl, alkoxycarbonyl, carboxyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl; 



or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 



34. The composition of Claim 33 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, 
haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl. polycycloalkyl, poly cycloalkylalkyl, phe- 
nyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcar- 
bonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloal- 
50 kenyl, alkynyl, cycloalkynyl, alkylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amido radicals of the 
formula 



55 




161 



BNSDOCID: <EP 0508393A1_1_> 



EP 0 508 393 A1 



10 



1S 



wherein each of R 12 and R 13 is independently selected from hydrido. alkyl. cycloalkyl, cyano, amino 
monoalkylamino, dialkylamino. hydroxyalkyl. cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl halo 
haloalkyl. cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl. cycloalkylcarbonyl, alkoxy, thienylalkyl' 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl. alkoxyphenyl cycloal- 
kenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl. alkynyl, cycloalkynyl. cyano, nitro, carboxyl, carboxyalkyl 
alkylcarbonyloxy, mercaptocarbonyl, alkoxycarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl ar- 
alkoxycanbonylalkyl, aralkylcarbonyloxyalkyl, alkylthio. cycloalkylthio. cycloalkylalkylthio, arytthio, aral- 
kytthio, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl aryl- 
suffinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl 
cycloheteroalkylalkyl and cycloheteroalklylcarbonylalkyl wherein each of said heteroaryl- and 
cycloheteroalkyl-containing groups has one or more hetero ring atoms selected from oxygen sulfur and 
nitrogen atoms, and wherein each of R° and R 2 may be further independently selected from amino and 
amido radicals of the formula 



20 



-iCHj^ N 



,14 



,15 



-(CHjfeCN 



,16 



,17 



X 

II 



-(CHjfcr nc-r 



18 



19 



25 



30 



35 



40 



R 2°X .R 21 
I II / 
— (CH^N- C-N 

\ R 22 



X y 
II / 

— (CHj^jOCN^ 



»23 



and 



R 25 X 
I II 



,24 



-<CH^N"COR 26 



wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R u through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R* through R" is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo, haloalkyl, cycloalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy. aralkoxy, alkoxyalkyl, alkylcarbonyl' 
alkoxycarbonyl, alkenyl. cycloalkenyl, alkynyl, cyano, nitro, carboxyl. alkylcarbonyloxy, mercaptocar- 
bonyl. alkoxycarbonyloxy, alkylthio. arylthio, aralkylthio, mercapto, alkylsulfonyl, aralkylsulfonyl and 
arylsulfonyl, and amino and amido radicals of the formula 



45 



50 



-N 



1 14 



,15 



-CN -NC-R 



>17 



I 



19 



55 



wherein each of R«. K\ W\ FT', R* and R 19 is independently selected from hydrido, alkyl, 
cycloalkyl, cyano, amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl aral- 
kyl and aryl; 

and wherein each of R° and R 3 through R" may be further independently selected from acidic moieties 
of the formula 
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-Y„A 

wherein n is a number selected from zero through three, inclusive; 

wherein A is selected from carboxylic acid and bioisosteres of carboxylic acid selected from 
-OH, -SH, 



H W 

I 35 II 

— NR , -C-WH, 

-S-WH, 



w w 

II II 

—S-WH, -P-WH, -P-NH and 

8 ^ i» 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 33 ; wherein each of 
R 35 , R 36 , R 37 , R 38 and R 39 is independently selected from hydrido. alkyl, haloalkyl. haloalkylsulfonyl. 
haloalkylcarbonyl, cycloalkyl, cycloalkylalkyl. aryl and aralkyl; wherein each of R 35 , R 36 , R 37 and R 39 
may be further independently selected from amino radical of the formula 




wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
radical, which heterocyclic group may further contain one or more hetero atoms as ring members 
selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may further contain one or more hetero atoms as ring atoms selected from oxygen, 
nitrogen and sulfur atoms; wherein each of R 36 and R 37 may be further independently selected from 
hydroxy, alkoxy, alkylthio, aryloxy, arylthio, aralkylthio and aralkoxy; and the amide, ester and salt 
derivatives of said acidic groups; 

wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which heterocyclic ring contains at 
least one hetero atom selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a 
single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 
from R 3 through R 11 so as to form a fused-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
kyl, alkenyl, aryl and aralkyl, 

and wherein any of the foregoing R° through R 26 and R 35 through R 4t , Y and A groups having a 
substitutable position may be substituted by one or more groups independently selected from hydroxy, 
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alkyl, alkenyl, aralkyl, hydroxyalkyl, halo, oxo, haloalkyl, alkoxy, aryloxy, aralkoxy. alkoxyalkyl. alkylcar- 
bonyl, alkoxycarbonyl, carboxyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, mercaptocar- 
bonyl, alkylthio and aJkylthiocarbonyl, and amino and amido radicals of the formula 

-C-R 27 , -N^ ^ -nc-R 30 

R I 

R 31 

wherein X is selected from oxygen atom and sulfur atom; wherein R 27 is selected from hydrido, alkyl, 
cycloaJkyl, cycloalkylalkyl, aralkyl, aryl and DR 32 and 



-N 



R 33 



wherein D is selected from oxygen atom and sulfur atom; wherein R 32 is selected from hydrido, alkyl, 
cycloaJkyl, cycfoafkylalkyl, aralkyl and aryl; 

25 wherein each of R 27 , R 28 . R 29 , R 30 , R 31 , R 33 and R 34 is independently selected from hydrido, alkyl, 
cycloalkyl. cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, alkoxyalkyl, alkanoyl, alkoxycarbonyl, car- 
boxyl, haloalkylsulfinyl. haloalkylsulfonyl, aralkyl and aryl; 



or a tautomer thereof or a pharmaceuticaily-acceptable salt thereof. 



35. The composition of Claim 34 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, 
haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phe- 
nyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcar- 
bonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkenyl, cycloalkenyl, alkynyl, mer- 
35 captocarbonyl, alkylsulfonyl, aralkylsulfonyl, arylsulfonyl and amido radicals of the formula 



p 12 

0 X 
II X 

-CN 



wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
45 monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl. cycloalkylhaloalkyl, cydoalkylcarbonyl, alkoxy, thienylalkyl, 
phenylalkyl, polycycloalkyl. polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl. aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, 
aikylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbpnylalkyl, aralkoxycarbonylalkyl, aralkyfoarbonylox- 
yaikyl, mercaptocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloalkylalkylthio, 
arylthio, aralkyithio, mercapto, alkylsulfmyl. alkylsulfonyl, aralkylsulfmyl. aralkylsulfonyl, arylsulfinyl! 
arylsulfonyl, phthalimido, phthalimidoalkyl. heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroal- 
kylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl- 
containing groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms, 
and wherein each of R 2 through R" may be further independently selected from amino and amido 
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radicals of the formula 



10 



I H / 

— (CHj^N- C-N 



R 14 

R 15 
R 21 



>22 



x y 

ii / 

— (CHj^ CN^ 
X ^ 

II / 

-<CH 2 -)^OCN 



,16 x 

, -CCHjfr NCR 18 



1 23 



,24 



R 25 X 

md ^CH^N-COR 26 



75 



20 



25 



30 



35 



wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl. cycloalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy. aralkoxy, alkoxyalkyl, alkylcarbonyl, 
alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano. nitro, carboxyl. alkylthio, aralkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

-Y n A 

wherein n is a number selected from zero through three, inclusive; wherein A is selected from 
carboxylic acid and bioisosteres of carboxylic acid selected from 

-OH, -SH, 



40 



H 

I 

— NK 



35 



W 
II 

, -C-WH, 



-S-WH, 



45 



50 



55 



w w 

II II 

-S-WH and -P-WH 



W 



WR* 



38 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcar- 
bonyl, cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 and R 39 may be further 
independently selected from amino radical of the formula 
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-N 



R 40 



wherein each of R*° and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl 
haloalkyl, cycloalkylalkyl, alkoxyalkyl. aralkyl and aryl, and wherein R*° and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
io radical, which heterocyclic group may further contain one or more hetero atoms as ring members 

selected from oxygen, nitrogen and sulfur atoms, and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may-further contain one or more hetero atoms as ring atoms selected from oxygen, 
75 nitrogen and sulfur atoms; and the amide, ester and salt derivatives of said acidic groups; wherein said 

bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups consisting of 
heterocyclic rings of four to about nine ring members, which ring contains at least one hetero atom, 
selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be saturated, fully 
unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a single position 
20 selected from R 3 through R 11 or may be attached at any two adjacent positions selected from R3 

through R 11 so as to form a fused-ring system with one of the phenyl rings of Formula I; and the amide, 
ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl. cycloalkyl, cycloalkylal- 
25 kyl. alkenyl, aryl and aralkyl: 

wherein each of R° through R 26 , R 35 and R 38 through R 41 , Y and A independently may be substituted 
at any substitutable position with one or more groups selected from alkyl, hydroxy, halo, oxo, haloalkyl 
alkoxycarbonyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, alkoxy, aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutical iy-acceptable salt thereof. 

36. The composition of Claim 35 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl 
haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phe- 
35 nyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcar- 

bonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkenyl, alkynyl, alkylsulfonyl, aral- 
kylsulfonyl, arylsulfonyl and amido radicals of the formula 

0 x 

II / 

\ R 13 

45 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino 
hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl! 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, araJkylhaJoalkyl, benzoyl, phenoxy, phenoxyaikyl, phenalkyloxy. phenylthio, 
phenalkylthio, aralkoxy, alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano! 
nitro, carboxyl, carboxyalkyl, alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl. aralkoxycar- 
bonylalkyl, aralkylcarbonyloxyalkyl, mercaptocarbonyl, mercaptoalkyl, alkoxy carbonyloxy, alkylthio, 
cycloalkylthio, cycloalkylalkylthio, phthaJimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl 
cycloheteroalkyl, cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said 
heteroaryl- and cycloheteroalkyl-containing groups has one or more hetero ring atoms selected from 
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oxygen, sulfur and nitrogen atoms, and wherein each of R° and R 2 through R" may be further 
independently selected from amino and amido radicals of the formula 

y R 14 v /R 16 X 

-iCHft; N . _(CH^- n CN , -<CH2)h- NCR 18 



R 25 X 



— (CH^-C-N , _(CH 2 -)HDCN 30(1 _<CH0=N- COR 26 

^R 22 ^R 24 

wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 1 * through R 26 is independently selected from hydrido, alkyl. cycloalkyl, cyano, 
amino, hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cycloalkyl. alkoxy, phenalkyl, phenyl, benzoyl, phenoxy. phenalkyloxy, alkoxyalkyl, 
alkylcarbonyl, alkoxycarbonyl, alkenyl, cyano, nitro, carboxyl. alkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

-Y„A 

wherein n is a number selected from zero through two, inclusive; wherein A is selected from carboxylic 
acid and bioisosteres of carboxylic acid selected from 



-OH, -SH. 



-S-WH, 



H W 

1 35 « 
-NR , -C-WH, 



W w 

II II 

-S-WH and -P-WH 

H I 

W WR 38 



wherein each W is independently ^selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcar- 
bonyl, cycloalkyl, phenyl and benzyl; wherein each of R 35 and R 39 may be further independently 
selected from amino radical of the formula 
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,40 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl. cycloalkyl, hydroxyalkyl, 
haloalkyl, alkoxyalkyl, benzyl and phenyl; and the amide, ester and salt derivatives of said acidic 
groups; 

wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which ring contains at least one 
hetero atom, selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or-partialiy unsaturated, and which heterocyclic ring may be attached at a 
single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 
from R 3 through R 11 so as to form a f used-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
kyl t alkenyl, phenyl, phenalkyl and aralkyl; 

wherein each of R° through R 26 , R 35 and R 38 through R 41 , Y and A and independently may be 
substituted at any substitutable position with one or more groups selected from alkyl, cycloalkyl, 
cycloalkylalkyl, hydroxy, halo, oxo. haloalkyl, alkoxycarbonyl, cyano, nitro, alkylsulfonyl, haloalkylsul- 
fonyl, aryl, aralkyl, alkoxy, aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

37. The composition of Claim 36 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, 
haloalkyl, cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, polycycloalkyl, poiycycloalkylalkyl, phe^ 
nyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, benzoyl, alkoxyalkyl, alkyl- 
carbonyl, alkoxycarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkenyl and al- 
kynyl; 

where each of R° and R 2 is independently selected from hydrido, alkyl, aminoalkyl, hydroxyalkyl, 
formyl, halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, 
thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl, aralkylhaloalkyl, benzoyl, phenoxy, phenoxyalkyl, phenal- 
kyloxy, phenylthio, phenalkylthio, aralkoxy, alkoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cycloalkenyl, 
alkynyl, cyano, nitro, carboxyl, carboxyalkyl, alkylcarbonyl, alkylcarbonyloxy, mercaptoalkyl, mercar> 
tocarbonyl, alkoxycarbonyloxy, alkvlcarbonyloxyalkyl, alkoxycarbonylalkyl, aralkoxy carbonylalky I, aral- 
kylcarbonyloxyalkyl, phthalimido, phthalimidoalkyl, imidazoalkyl, tetrazole, tetrazolealkyl, alkylthio, 
cycloalkylthio, cycloalkylalkylthio, and amino and amido radicals of the formula 




16 



IS 



-iCH^s N 




R 20 X 



21 



— (CHjfc-N- C-N 



X y 
II X 



and 



I II 

— (CH^N-COR 



26 





wherein X is selected from oxygen atom and sulfur atom; 
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wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 1 * through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, alkoxy, phenyl, benzoyl, phenoxy, alkoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cyano! 
nitro, carboxyl, alkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
consisting of CCfcH, CO2CH3, SH, CH 2 SH, C 2 H,SH, P0 3 H 2 NHSO2CF3, NHSOaCeFs SO3H 
CONHNH2, CONHNHS0 2 CF 3 , CONHOCH3, CONHOC^, CONHCF3, OH, CH 2 OH, C^OH, OP0 3 H 2 ' 

/^O/'V LI » 




wherein each of R** R 43 and R 4* is independently selected from H, CI, CN, NO2, CF 3 , C2F5, C3F7, 
CHF 2> CH 2 F, CO2CH3, C0 2 C2H 5 , SO2CH3, SCfeCFa and SOzCeFs; wherein Z is selected from O, S, 
NR* 5 and CH 2 ; wherein R* 5 is selected from hydrido, CH 3 and CH 2 C6H 5 ; and wherein said acidic 
moiety may be a heterocyclic acidic group attached at any two adjacent positions of R 3 through R 11 so 
as to form a fused ring system with one of the phenyl rings of the biphenyl moiety of Formula I, said 
biphenyl fused ring system selected from 
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and the esters, amides and salts of said acidic moieties; 

or a tautomer thereof or a pharmacfcutically-acceptable salt thereof. 

3a The composition of Claim 37 wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl! 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, 
cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyi, cyclohexenyl, cyclohexenylmethyl! 
cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, 
fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl! 
isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexyiethy I, benzoyl, 1-oxo-2- 
phenethyl, 1-oxoethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl, 2-butenyl, 3-butenyl, 2-butynyl, 3-butynyl 
and 2-hydroxybutyl; wherein R° is selected from hydrido, C*H 9 (n). CH 3 CH 2 CH = CH, C3H7(n), SC 3 H 7 , 




CH2 



C2H5, CsHii(n). CsH 13 (n), SC*H 9 , 

CH 2 S f 

170 



0508393A1J_> 



EP 0 508 393 A1 



CH 3 CH-CH, CH3CH2CH2CH-CH-, amino, aminomethyl, aminoethyl, aminopropyl, CH2OH, CH- 
2 OCOCH 3l CH 2 CI, CH2OCH3, CH20CH(CH 3 )2 f CHO. 

CH2CO2H, CH(CH 3 )C02H, NO2, CI, 



-CH 2 -^ N 
N 

i 

H , 



-CH 2 OCOCH 2 CH 2 - 




-COaCHs, -CONH 2 , -CONHCH 3 , CON(CH 3 )2. -CH2-NHCO2C2H5, 

20 



-CH 2 NHC0 2 




25 

-CH2NHC02CH3,-CH 2 NHC0 2 C 3 H 7 , -CH 2 NHC02CH 2 (CH3) 2 . -ChfeNHCO^Hg, CteNHCOz-adamantyl 
-CHzNHCCb-d-napthyl). -CH2NHCONHCH 3 , -CHzNHCONHC^Hs, -CH 2 NHCONHC 3 H 7 
-CH 2 NHCONHC* H 9 , -CH 2 NHCONHCH(CH 3 fc ,-CH 2 NHCONH(1 -napthyl), -CH 2 NHCONH(1 -adamantyl), 

30 a ^ 

-CH 2 CH2-CO-N^JO, -CH2CH 2 CO-N^^, 

-CHzCHaCHzCOzH, -CH 2 CH 2 F, -CH 2 OCONHCH 3 . -CH 2 OCSNHCH 3l -CH 2 NHCSOC 3 H 7 , -CH 2 CH 2 CH 2 F, 
35 -CHaONCfc, 



AO -CH 2 - 



45 



50 



55 



-CH 2 SH, 

CI, NO2, CF 3 . CH2OH, Br, F, I, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 
n-pentyl, isopentyl, neopentyl, phenyl, cyclohexyl, cyclohexylmethyl, carboxyl, formyl, 1-oxoethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl, dimethoxy methyl, 1 , 1 -d I methoxy propyl, 1 ,1-dimethoxypentyl, 
hydroxyalkyl, halo, 1 -oxo-2-phenylethyl, 1 -oxo-2-cyclohexylethyl, 1 , 1 -difluoro-2-phenylethyl, mon- 
ofluoromethyl, 1,1-difluoro-2-cyclohexylethyl, 2-cyclohexylethyl, 1,1-difluoro-3-cyclohexylpropyl, 1,1- 
dimethoxybutyl, 1,1-difluoroethyl, 1 ,1-difluoropropyl, 1 ,1-difluorobutyl, 1,1-difluoropentyl, benzyl, 2- 
phenylethyl, 1 ,1-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, difluoromethyl, CO2H, SH, P0 3 H 2 S0 3 H 
CONHNH2, CONHNHSO2CF3, OH, ' 
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75 



20 



H H H 

I I I 

R 43 

wherein each of R 42 and R* 3 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl! 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl! 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl! 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl! 
difluorophenyl, methoxyphenyi, ethoxy phenyl, methylphenyl, ethylphenyl, propylphenyl. isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R*, rs and R 9 is an acidic group 
selected from CCbH, SH. P0 3 H 2 , SO3H, CONHNH 2 , CONHNHSO2 CF 3 , OH, 

H H H 

N— N N — N /^^/^ 

^LJ? . J-** \ I 

N N n-^\ r43 

wherein each of R« and R« is independently selected from chloro, cyano, nitro, trifluoromethyl 
methoxycarbonyl and trifluoromethylsulfonyl; 

35 or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

39. The composition of Claim 38 wherein m is one; wherein R' is selected from methyl, ethyl, n-propyl 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl. isopentyl. neopentyl phenyl' 
benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl. cyclopropylmethyl' 

40 cyclopropylethyl. cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 
methyl, cyclohexylethyl, cyclohexanoyl. methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl 
thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl 
cyclohexenylmethyl. cyclohexenylethyl. adamantyl, adamantylmethyl, adamantylethyl, phenyl* 
chlorophenyl, dichlorophenyl, fluorophenyl. difluorophenyl. methoxyphenyi, ethoxyphenyl, methyl- 

45 phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl 1-oxo-2- 

cyclohexylethyl. benzoyl, 1-oxo-2-phenethyl, 1-oxoethyl. 1-oxopropyl. 1-oxobutyl, 1-oxopentyl 2- 
butenyl, 3-butenyl, 2-butynyl, 3-butynyl and 2-hydroxybutyl; wherein R° is selected from hydrido 
methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl, 4-methylbutyl. tert-butyl, n-pentyl' 
neopentyl, 1-oxoethyl, 1-oxopropyl. 1-oxobutyl, 1-oxopentyl 1-oxo-2-phenylethyl, 1-oxo-2-cyclohex- 

so ylethyl, 1,1-difluoro-2-phenylethyl. 1.1-difluoro-2-cyclohexylethyl. 2-cyclohexylethyl, 1,1-difluoro-3- 
cyclohexylpropyl, fluoro, chloro, monofluoromethyl, difluoromethyl, trifluoromethyl, formyl. carboxyl 
dimethoxymethyl. 1,1-dimethoxybutyl. 1.1-difluoroethyl, 1,1-difluoropropyl. 1.1-difluorobutyl 1 1- 
difluoropentyl. benzyl. 2-phenylethyl. l,1-difluoro-3-phenylpropyl, cyclohexylmethyl. cyclohexylethyl 
cyclohexanoyl. 1-butenyl, 2-butenyl, 3-butenyl. 1-butynyl. 2-butynyl. 3-butynyl. propylthio, butylthio 

55 CO2H, SH, PO3H2, SO3H, CONHNH2, CONHNHSO2CF3, OH, 



25 
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wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl! 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, -cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and tiydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R*. R G , R8 and R 9 is an acidic group 
selected from CO2H, SH. PO3H2, SO3H, CONHNH2, CONHNHS0 2 CF 3 , OH, 




wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

40. The composition of Claim 39 wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tertbutyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl! 
benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl! 
cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 
methyl, cyclohexylethyl cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, 
thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl! 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; 
wherein R° is selected from hydrido, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, 4- 
methylbutyl, n-pentyl, 1 -oxo-2-pheny lethyl, 1-oxo-2-cyclohexylethyl, fluoro, chloro, monofluoromethyl, 
difluoromethyl, trifluoromethyl, formyl, carboxyl, dimethoxymethyl, 1,l-difluoro-2-pheny lethyl, 1,1- 
difluoro-2-cyclohexylethyl, 2-cyclohexylethyl, l,1-difluoro-3-cyclohexylpropyl, dimethoxymethyl! 1,1- 
dimethoxybutyl, 1,1-difluoroethyl, 1,1-difluoropropyl, 1,1-difluorobutyl, 1,1-difluoropentyl, benzyl, 2- 
phenylethyl, l.l-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, propylthio and butylthio; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
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20 



30 



SO 



enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl. difluorophenyl, methoxyphenyl. ethoxyphenyl, methylphenyl. ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl. benzyl, propylthio. butylthio and hydrox- 
yalkyl; wherein each of R 3 , R 4 , R 6 . R 7 , R 9 , R'° and R» is hydrido; wherein one of R 9 and R 9 is hydrido 
and the other of R s and R 9 is an acidic group selected from COOH, SH, PO3H2, SO3H CONHNH2 
CONHNHSO2CF3, OH, n2 ' 



10 w-in N-N 



H 

N-N 



H H 



R 43 



75 wherein each of R 42 and R 42 is independently selected from chloro, cyano, nitro, trifluoromethyl 
methoxycarbonyl and trifluoromethylsulfonyl; 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 



41. The composition of Claim 40 wherein m is one; wherein R< is selected from methyl, ethyl n-propyl 
isopropyl, n-butyl. sec-butyl, isobutyl. tert-butyl, 4-methylbutyl. n-pentyl, isopentyl, neopentyl phenyl' 
benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl' 
cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl cyclohexyl- 
methyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl 
25 thienylethyl. thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl' 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl phenyl' 
chlorophenyl, dichlorophenyl, fluorophenyl. difluorophenyl. methoxyphenyl, ethoxyphenyl methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hyd'roxybutyl- 
wherein R° is selected from hydrido, methyl, fluoro. chloro, monofluoromethyl, difluoromethyl' 
trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is selected from methyl ethyl n- 
propyl. isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl. isopentyl, neopentyl, phenyl, benzyl 
phenethyl, cyclopropyl. cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl' 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
35 ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 

methyl, cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl' 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
40 R 3 , R 4 , R 6 , R 7 , R 8 , R 1 ° and R" is hydrido; with the proviso that at least one of R 5 and R 9 must be 
selected from COOH, SH, PO3H2, SO3H, CONHNH2, CONHNHSO2CF3, OH, 

H H H 

45 N-N N-N 



-^V 1 ^n^ r42 " d N *I 



wherein each of R* 2 and R 49 is independently selected from chloro, cyano. nitro. trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

55 42. The composition of Claim 41 wherein m is one; wherein R 1 is selected from methyl, ethyl n-propyl 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl' 
benzyl, phenethyl. cyclopropyl. cyclobutyl. cyclopentyl, cyclohexyl, cyclopropylmethyl 
cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 
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methyl, cyclohexylethyl cyclohexanoyl. methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, 
thienylethyl, thienylpropyl, cyclopenteny (methyl, cyclopentenylethyl. cycloperrtenylpropyl, cyclohexenyl, 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; 
wherein R° is selected from hydrido, methyl, fluoro, chloro, monofluoromethyl, difluoromethyl, 
trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is selected from methyl, ethyl, n- 
propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 , R*. R & , R 7 , R 8 , R 10 and R 11 is hydrido; wherein one of R 5 and R 9 is hydrido and the other of R 5 
and R 9 is an acidic group selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

4a The composition of Claim 42 wherein said antagonist compound is selected from a family of 
compounds of Formula II 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
: phenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexy (ethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl. adamantylethyl, phenyl, chlorophenyl, 
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dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl. diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



70 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

15 44. The composition of Claim 43 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, 4-m ethylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl! 
cyclopropyl, cyclobutyi, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl. 
cyclobutylethyl, cyclopentyl methyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl! 

20 cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 

amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl. benzyl, 1 -oxo-2-cyclohexy lethyl, benzoyl. 1-oxo-2-phenethy! 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 

25 from methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl, tert-butyl. n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyi, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 

30 enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl! 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 



40 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

w The composition of Claim 44 wherein said antagonist compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1 -propyM-butyl-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2-one; 

1 ,4-dibutyM ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol-2-one; 

1 -pentyM-butyl-1 ,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2-one; 

1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl>2H-imidazol-2-one; 

1 -cyclohexylmethy l-4~butyl-1 ,3-dihydro-3-[[5-{2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 

imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2- 
one; 
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1 -propyl-4-butyl-5-methyl-l ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H-imida2ol- 
2-one; 

1 ,4-dibutyl-5-methyM ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl>2H-jmidazol-2-one; 

1- pentyl-4-butyl-5-methyM,3-dihydro-3-^ 

2- one; 

1-isopentyl-4-butyl-5-methyl-1,3-dihydro-3-^ 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5-methy 1-1,3^ 
2H-imidazol-2-one; 

1-phenylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethy l)-4-butyl-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]- 
2H-imidazol-2-one; 

1 -(2-pheny lethy t)-4-buty l-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1- propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazoI-5-yl)phenyl]-2-pyridinyl]methylh2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)pheny!]-2-pyridinyl]methyl]-2H-imida20l-2-one; 
1 -pentyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H-imidazol-2- 
one; 

1 -isopenty l-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexy lmethyl-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)pheny !]-2-pyridiny l]methyl]- 
2H-imidazol-2-one; 

1-phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethy l)-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]- 
2H-imidazol-2-one; and 

1-(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one. 

46. The composition of Claim 42 wherein said antagonist compound is selected from a family of 
compounds of Formula III 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl. cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyi, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl. ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is selected from hydrido, methyl, fluoro, chforo, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyi, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 




(ni) 
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enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

The composition of Claim 46 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl. 
sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl! 
cyclopropyl, cyclobutyl, cyclopentyl. cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl! 
methylbutyl, ethylbutyl, dimethy (butyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl! 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl. methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl. isopropyl 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl, benzoyl. 1-oxo-2-phenethyl, 1- 
oxopropyl. 1-oxobutyi. 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl. isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethy Ibutyl. thienylmethyl, thienylethyl! 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

The composition of Claim 47 wherein said antagonist compound is selected from compounds and their 

pharmaceutically-acceptable salts of the group of compounds consisting of 

1 ,4-dibutyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2-one; 

1 ,4-dipropyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridinylJmethyl]-2H-imidazol-2-one; 

1 -propy1-4-isobutyl-1 ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyl>2H-imidazol-2-one; 

1 -butyl-4-isobutyl-1 ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one; 

1 -butyl-4-isopentyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-y I)phenylh3-pyridinyl]methy l>2H-imidazol-2-one; 

1 -butyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl>2H-imidazol-2-one; 
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1 -buty l-4-cyclohexy 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)pheny l]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1-butyl-4-cyclopentyl-1,3-dihydro-3^^ 

5 one; 

1-butyl-4-(2-cyclopropylethyl)-1^^ 
imidazol-2-one; 

w 1 -methyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyt]-3-pyridinyl]methyl]-2H-imidazol-2-one; 

1-ethyl-4-butyf-1,3-dihydro-3-t[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyi]methyl]-2H-imida2ol-2-one; 
1 -propyl-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida20l-2-one; 

75 

1 -isobutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 
1 -isopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny l]-3-pyridinyl]methyl]-2H-imida2ol-2-one; 
20 1 -penty l-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridiny l]methylh2H-imidazol-2-one; 

1 -isopropyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinylJrnethyl]-2H-imidazol-2-one; 
1 -tertbutyl-4-buty 1-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridjnyl]methyl>2H-imjdazol-2-one; 

25 

1-neopentyl-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imida2ol-2.one; 

1 -(3,3-dimethylbutyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

30 

1 -(2-ethy Ibuty l)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyl]methylh2H-imidazol-2- 
one; 

1-cyclohexyl-4-butyl-1,3-dihydro^ 

35 

1-(2-cyclopropylethylH-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenylh3-pyridinyl]methyl]-2H-imida2ol-2- 
40 one; 

1 -cyclopentylmethyl-4-butyl-1 ,3-dihydro-3-[[6-[2«(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 
imidazol-2-one; 

45 1 -[2-(2-thienyl)ethyl]-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 

imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol-2- 
one; 

50 

1 -(2-cyclopentylethyl)-4-butyM ,3-dihydro-3-[[6-[2-0 H-tetra20l-5-yl)phenyl]-3-pyridiny!]methyl]-2H- 
imidazol-2-one; 

1 -[2-(cyclopenten-1 -yl)ethyl]-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]- 
55 2H-imidazol-2-one; 

1 -<2-adamantyi)-4-butyl-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 
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W1-adajnantylH*utyM,3-dihydro-3-[[6-[2-<l^ 
one; 

5 1 -phenyl-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyfh2H-imidazol-2K)ne; 

1- <2-chlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl>3-pyridinyl]methylh2H-imidazol- 

2- one; 

io W2-methylphenylM-butyM,3^ihydro-^ 
2-one; 

1 -(2-methoxyphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl>2H- 
imidazol-2-one; 

15 

1 -(2-isopropylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyI]methyl]-2H- 
imidazol-2-one; 

1 -<2,6-difluorophenyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenylh3-pyridinyl]methyl]-2H. 
20 imidazol-2-one; 

1-(2,6-dichlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H- 
imidazol-2-one; and 

25 1 -(2,6-dimethylphenylM-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H- 

imidazol-2-one. 

49- The composition of Claim 42 wherein said antagonist compound is selected from a family of 
compounds of Formula IV 



30 



35 



40 



45 



50 



55 




J5^N-CH 2 — 4 y> (IV) 

wherein R' is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
methylbutyl, n-pentyl, isopentyl. neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl, cyclobutylethyl* 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl. cyclohexylethyl, cyclohexanoyl, methylbutyl 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cycloper^ 
tenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl. adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethy (phenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl. 1-oxopropyl. 1- 
oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido. methyl, fluoro. chloro 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl. carboxyl and dimethoxymethyl; wherein R* is 
selected from methyl, ethyl, n-propyl. isopropyl, n-butyl. sec-butyl, isobutyl. tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl. cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl' 
thienylpropyl, cyclopentenylmethyl, cyclopentenytethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl. adamantylmethyl. adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl. ethoxyphenyl. methylphenyl, ethylphenyl 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic qrouD 
selected from CO2H and 
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H 
I 

N— N 
N 

or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

10 

50. The composition of Claim 49 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobuty I methyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 

rs methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopenteny I methyl, 

cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1 -oxo-2-phenethyl, 1- 

20 oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutyimethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl. cyclohexylethyl, methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl, 

25 thienylpropyl, cyclopenteny Imethy I, cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl. cyclohexenylethyl, adamantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl. 
dichlorophenyl. fluorophenyl, difluorophenyl, methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 



35 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

51. The composition of Claim 50 wherein sard antagonist compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 
1 -propyl-4-buty 1-1 ,3-dihydro-3-[4-t3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2-one; 
1 ,4-dibutyl-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenylh2H-imidazol-2-one; 
1 -penty l-4-buty 1-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2-one; 
1 -isopenty l-4-butyl-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-y l)-2-pyridinyl]pheny l]-2H-imidazol-2-one; 
1-cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[4-[3-(1H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2-one; 
1-phenylmethyl-4-butyl-1,3-dihy^ 

1 -(2-cyclohexylethyl)-4-butyl-l ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2-one; 
1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenylh2H-imidazol-2-one; 
1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenylh2H-imidazol-2-one; 
1 ,4-dibutyl-5-methyl-l ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2-one; 
1 -pentyl-4-buty l-5-methyl-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]-2H-imidazol-2-one; 
1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[4-[3-{1 H-tetrazol-5-yl)-2-pyridinyl]phenylh2H-imidazol-2-one; 
1-cyclohexylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H- 
imidazol-2-one; 

1-phenylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]-2H-imidazol-2- 
one; 
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1 -(2-cyclohexylethyl)-4-butyl-5-methy(-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenvll-2H- 
imidazol-2-one; 

W2-phenylemyl)-4-butyl-5-memyl-1,3-dihydro-3-M^ 
2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenylh2H-imida2ol-2-one- 
1 .4-d.butyl-5-chloro-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyO-2H-imida2ol-2-one 
1-pentyl-4-butyl-5-chloro-1,3-dihydr^3-[^ 

1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-{4-[3-(1 H-tetrazol-5-yl>-2-pyridinyl]phenylh2H-imidazol-2^ne- 
1 -cyclohexylmethyl-4-birtyl-5-chloro-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenylV2H- 
imidazol-2-one; 

1 -phenylmethyM-butyl-5-chloro-1 ,3-dihydro-3-[4-t3-(1 H-tetrazol-5-ylh2-pyridinyl]phenylh2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyllphenylV2H- 
imidazol-2-one; and 

1- <2-phenylethyl)^butyl-5^h!oro-1>di^ 

2- one. 

52. The composition of Claim 42 wherein said antagonist compound is selected from a family of 
compounds of Formula V - 

O 

l-AN-CH,-^ W x \ (V) 




R 2 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl 
cyctopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
cyciopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl. cyclohexanoyl. methylbutyl' 
ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl. 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido. methyl, fluoro chl'oro 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R* is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl. tert-butyl. n-pentyl isopen- 
tyl. neopentyl. phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl. cyclopropyl- 
methyl. cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl. cyciopentylmethyl. cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl. methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl. thienylethyl' 
thienylpropyl, cyclopentenylmethyl. cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl cyclohex- 
enylmethyl. Cyclohexenylethyl, adamantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl. methylphenyl. ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic qrouo 
selected from CCfeH and 



H 
I 

N — j 



N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 
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5a The composition of Claim 52 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

54. The composition of Claim 53 wherein said antagonist compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1-propyl-4-butyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1- isopentyl«4-butyl-1,3-dihydro-3-[t4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexylmethyl-4-buty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethyl-4-buty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylJ-2H-imidazol-2- 
one; 

1 -(2-cyclohexy lethyl)-4-butyl-1 ,3-dihydro-3-[[4-[4~(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 
2-one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexy lmethyl-4-buty l-5-methy 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; 

1-phenylmethyl-4-butyl-5-methyl-t,3-dihydro-3-[[4-[4-(1H-tetrazol-5-yl)-3-pyridinyl^ 
imidazol-2-one; 

1 -(2-cyclohexy lethy l)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; 

1 -(2-pheny lethyl)-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H- 
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imidazol-2-one; 
l^ropyl^utyl-S^hloro-l 

1,4^ibutyl-5^hloro-1,3^ihydro-3-[[4-r4-(1H^^ 
5 1 -pentyl-4-butyl-JH;hloro-1 ,3-dihydro-3-[[4-f4-<1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2- 

1 -isopentyl-4-butyl-5^hloro-1 ,3-dihydro-3-K4-[4-(1 H-tetrazol-S-ylJ-S-pyridinyljphenyllmethylVaH- 
imidazol-2-one; 

w JmmSai'^ 1 '^ 10 ' 0 ' 1 .3^ihydro-3-[f4^4-(1 H-tetrazol-5-ylh3-pyridinyl]phenyl]methylh 

1 -phenylme1hyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-S-yD-S-pyridinyllphenylJmethy^H- 
imidazol-2-one; ' J 

55. The composition of Claim 42 wherein said antagonist compound is selected from a family of 
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compounds of Formula VI 

O 
R 2 

Wh ^ ei " "V S 86,6016(1 fr ° m m6thy1, ethyl ' n - propyl ' ^Propyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
mettiylbuty, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl 
cycopenty. cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl' 
cyclopentylmethyl, cyctopentylethyl, cydohexylmethyl, cyclohexylethyl, cyclohexanoyl methyibutyl' 
dimethy ' but y'' tWenylmethyl. thienylethyl. thienylpropyl, cyclopentenylmethyl. cydopen-' 
tenylethyl, cydopentenylpropyl, cyclohexenyl, cyclohexenylmethyl. cyclohexenylethyl, adamantyl ad- 
amantylmethyl adamantylethyl, phenyl, chlorophenyl. dichlorophenyl, fluorophenyl, difluorophenyl 
nh^n eth0 1 x yP h8n y'' "ethylphenyl, ethylphenyl, propylphenyl. isopropylphenyl. dimethyl- 
phenyl d.ethy (phenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, l-oxo-2-phenethyl . 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl. formyl, carboxyl and dimethoxymethyl; wherein R* is 
selected from methyl ethyl, n-propyl. isopropyl, n-butyl. sec-butyl, isobutyl, tert-butyl. n-pentyl, isopen- 
tyK neopenty , phenyl, benzyl, phenethyl. cyclopropyl. cyclobutyl, cyclopentyl, cyclohexyl. cyclopropyl- 
methyl. cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyctopentylethyl 
cyclohexylmethyl. cyclohexylethyl. methyibutyl, ethylbutyl, dimethylbutyl, thienylmethyl. iSTenylethyl 
Tn^ T? c ^ me f n y! meth y | . cyclopentenylethyl. cydopentenylpropyl. cyclohexenyl, cyclohex- 
enylmethyl. cyclohexenylethyl, adamantyl, adamantylmethyl. adamantylethyl, phenyl, chlorophenyl 
d.chlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl. ethoxyphenyl, methylphenyl. ethylphenyl' 

T^EfT*' ^P r °Py , P hen y | - dimethylphenyl. diethylphenyl and benzyl; wherein R* is an acidic group 
selected from CO2H and 



H 
I 

N— ] 



or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 
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56. The composition of Claim 55 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl. neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentyl methyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyi, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, l-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl. tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, : cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyi, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

57. The composition of Claim 56 wherein said antagonist compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1 -propyl-4-butyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -pentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy l]-2H-imidazol-2-one; 

1 -isopentyl-4~butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 

imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridiny l]phenyl]methyl]-2H- 
imidazol-2-one; 

1- (2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetra2ol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -penty l-4-buty l-5-methyl-1 ,3-dihydro-3«[[4-[3-(1 H-tetrazol-5-y l)-4-py ridinyl]phenyl]methylh2H-imidazol- 
2-one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4~[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; 

1-phenylmethyl-4-butyl-5-methyl-1,3-dihy^ 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyndinyl]phenyl]methyl]- 
2H-imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
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imidazol-2-one; 

1-propyl^butyl-5^loro-1 ,3^ih^ 



2-one; 

1 ,4-dibutyl-5-chloro-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-ylH-pyridinyl]phenylJmethylh2H-imidazol-2-one 
5 1 -pentyl-4-butyl-5^hloro-1 ,3^ihydro-3-[[4-[3-(1 H-tetrazol-5-yl)^pyridinyl]phenyl]memylh2H-™ 

1-isopentyl-4-butyl-5^htoro-1,3Klihydro-3^4-[3-(1H-tetra2ol-5-yl)^pyrid.nyl]phen 
imidazol-2-one; 

1 -cycloh e xylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-{3-(1 H-tetrazol-5-ylH-pyridinyl]phenyl]methyll- 
w 2H-imidazol-2-one; 

1 -phenylmemyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]memylV2H- 

imidazol-2-one; 

H2-cyclohexy^^ 

2H-imidazol-2-one; and 

H2-phenylemyl)-4-butyl-5-chloro-1,3-d^ 
imidazol-2-one. 

58. The composition of Claim 42 wherein said antagonist compound is selected from a family of 
compounds of Formula VII y 



jg^N— CH 2 — ^ ) — ^ } (vn> 




30 



35 



40 



45 



SO 



55 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl. tert-butyl 4- 
mettiylbutyl, n-pentyl. isopentyl. neopentyl, phenyl, benzyl, phenethyl. cyclopropyl. cyclobutyl 
cydopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl. cyclobutylmethyl. cyclobutylethyl' 
C I ?^! n ! y T thy '' ^toPe^tethy'- cyclohexylmethyl, cyclohexylethyl. cyclohexanoyl. methylbutyl' 
ethylbuty, dimethylbutyl, thienylmethyl. thienylethyl, thienylpropyl, cyclopentenylmethyl. cyclopen- 
tenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl. dimethyl- 
phenyl. diethylphenyl. benzyl, 1-oxo-2-cyclohexylethyl, benzoyl. 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro 
m ?"!^ l !, 0 !? ^?ethy, ' difluorometh y | - trifluoromethyl. formyl, carboxyl and dimethoxymethyl; wherein R* is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl. phenyl, benzyl, phenethyl, cyclopropyl. cyclobutyl. cydopentyl. cyclohexyl, cydopropyl- 
mett.yl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl. cyclopentylmethyl, cyclopentylemyl 
cydohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl' 
thienylpropyl, cydopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl. cyclohex- 
enylmethyl. cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl. methoxyphenyl. ethoxyphenyl. methylphenyl. ethylphenyl' 
propylphenyl. isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R* is an acidic group 
selected from CO2H and 



H 
I 

N — N 



N 



or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 
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59. The composition of Claim 58 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, 
sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cycldhexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyimethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantyiethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl, benzoyl, 1 -oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylrriethyl, cyclohexylethyl, methylbutyl, ethylbutyl, di methylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantyiethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, i'sopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 

I - 
N— N 

JL> » 

N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

60. The composition of Claim 59 wherein said antagonist compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1 -propyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imtdazol-2-one; 
1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1-pentyl-4-butyl-1 ,3-dihydr^^ 

1 -isopenty l-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexy lmethyl-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]pheny l]methyl]-2H- 
imidazol-2-one; 

1-phenylmethyl-4-butyl-1,3-dihydro-3-[[4-[2-(1H-tetrazol-5-yl)-3-pyridinyl] 
one; 

1 -(2-cyclohexy lethyl)-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-y l)-3-pyridiny l]phenyl]methyl]-2H- 
imidazol-2-one; 

1- (2-phenylethylH-butyl-1,3-dihydrch3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propy l-4-butyl-5-methyl-1 ,3-dihydro-3-[[4~[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1- pentyl-4-butyl-5-methyl-1,3-dihy^ 

2- one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]pheny l]methyl>2H- 
imidazol-2-one; 

1 -cyclohexy lmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imida2ol-2-one; 

1-phenylmethyl-4~butyl-5-methyl-1,3-d^ 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-butyl-5-methyl-1, 3-^^^ 
2H-imidazol-2-one; 

1 -(2-pheny lethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridtnyl]phenyl]methyI]-2H- 
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imidazol-2-one; 

1- P«WM*utyl-^ 

2- one; 

1 ,4-dibutyl-5^chloro-1 ,3-dihydro-3-[[4-[-2<1 H-tetra2ol-5-yl)-3-pyrid.nyl]phenyl]methylh2H-imida2ol-2-one 
1 -pentyM-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetra2oh5-ylh3-pyridinyl]ph8nyl]methylh2H-imidazol-2- 
one; 

1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenynmethyih2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[r4-{-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylV 
2H-imidazol-2-one; 

1 -phenylmethy!-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]memylV2H- 
imidazol-2-one; 

H2-cyclohexylethylM-butyl-5-chloro-1,3<lihydrc^ 
2H-imidazol-2-one; and 

1 -(2-phenylethylH-butyl-5-chloro-1 ,3-dihydro-3-{[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyllmethylV2H- 
imidazol-2-one. 

61. The composition of Claim 48 wherein said antagonist compound is 1 ,4-dibutyl-1 ,3-dihydro-3-[[6-[2-(1 H- 

tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one or a pharmaceutically-acceptable salt there- 
of. 



25 



62. The composition of Claim 48 wherein said antagonist compound is 

1 -<2-ethylbutyl)-4-butyl-1 ,3^Jihydro-3-[[6-[2-(1 H-tetra20l-5-yl)phenylh3.pyridinyl]methylh2H-imida20l-2- 
one or a pharmaceutically-acceptable salt thereof. 

63. A therapeutic method for treating a circulatory disorder, said method comprising administering to a 
subject susceptible to or afflicted with such disorder a therapeuticaily-effective amount of an active 
compound of Formula I: 



30 



35 



NfA r - 
' 4 3N-f-CH 2 3-A 
" m 



R 2 



a) 



wherein A is selected from 



AO 



45 




50 




R 11 R 10 R 9 



55 



R \ _R 6 R\ R4-x i 




R 11 R,0 R9 R 8 



wherein m is a number selected from one to four, inclusive; 
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wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, cycloalkyl, cycloalkylalkyl, formyl, thienylal- 
kyl, phenylalkyl, polycycioalkyl, polycycloaikylalkyl, phenyl, haiophenyl, alkylphenyl, alkoxyphenyl, 
cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, alkylcarbonylalkyl, cycloalkylcarbonyl, 
cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, aralkoxycarbonyl, al- 
kynyl, alkylthiocarbonyl, alkylthiothiocarbonyl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl, 
alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, aralky Isulfiny I, aralkylsulfonyl, arylsulfinyl, arylsulfonyl, 
heteroaryl having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms, and amido 
radicals of the formula 

II / 

-CN 

\ R 13 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein 
R 12 and R 13 taken together may form a heterocyclic group having five to seven ring members including 
the nitrogen atom of said amido radical and which heterocyclic group may further contain one or more 
hetero atoms as ring members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic 
group may be saturated or partially unsaturated; wherein each of R 12 and R 13 taken* together may form 
an aromatic heterocyclic group having five ring members including the nitrogen atom of said amido 
radical and which aromatic heterocyclic group may further contain one or more additional nitrogen 
atoms; 



wherein each of R° and R 2 through R 11 is independently selected from hydrido, alkyl, hydroxyalkyl, 
formyl, halo, haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, 
thienylalkyl, phenylalkyl, polycycioalkyl, polycycloaikylalkyl, phenyl, haiophenyl, alkylphenyl, alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyal- 
kyl, alkylcarbonyl, alkylcarbonylalkyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, car- 
boxyl, carboxyalkyl, alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, aralkoxycarbonylalkyl, 
aralkylcarbonyloxyalkyl, mercaptocarbonyl, mercaptothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, al- 
kylthio, cycloalkylthio, cycloalkylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, al- 
ky Ithiocarbonylthio, alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcar- 
bonylthio, arylthiocarbonyloxy, ary Ithiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkyl- 
thio, aralkylthiocarbonyl, aralkylcarbonylthio, aralkylthiocarbonyloxy, aralky Ithiocarbonylthio, alkylthiocar- 
bonyl, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralky Isulfiny I, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, 
cycloheteroalkylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and 
cyclohetero-containing groups has one or more ring atoms selected from oxygen, sulfur and nitrogen 
atoms, and wherein each of R° and R 2 through R 11 may be further independently selected from amino 
and amido radicals of the formula 



-iCHfa N 



,14 



.15 



X y 
II / 
-{CH^CN 



R l6 

R 17 



-^CHj* NC-R 18 
R 19 



I II / 

-<CH5feN- C-N 

\ R 22 



X y\ 
II / 
-(CHj^hOCN 



,23 



and 



R 25 X 
I II 



>24 



— <CH5^N-COR 



26 
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wherein X is oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R'« through R 2 * is independently selected from hydrido, alkyl, cycloalkyl. cyano 
amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl and 
wherein R'* and R 15 taken together, R 16 and R 17 taken together, R 1 * and R 19 taken together R 2 < and 
R 22 taken together and R» and R 2 * taken together may each form a heterocyclic group having five to 
seven nng members including the nitrogen atom of said amino or amido radical and which heterocyclic 
group may further contain one or more hetero atoms as ring members selected from oxygen, nitrogen 
and sulfur atoms and which heterocyclic group may be saturated or partially unsaturated; wherein R'* 
and R 15 taken together, R 16 and R' 7 taken together. R 21 and R 22 taken together and R» and R 2 * taken 
together may each form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
»s contain one or more additional nitrogen atoms; 

and wherein each of R° and R* through R" may be further independently selected from hydroxy and 
acidic moieties of the formula 

so -Y„A 

wherein n is a number selected from zero through three, inclusive, and wherein A is an acidic group 
selected to contain at least one acidic hydrogen atom, and the amide, ester and salt derivatives of said 
acidic moieties: 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
kyl, alkenyl. alkynyl; aryl. aralkyl and heteroaryl having one or more ring atoms selected from oxvaen 
sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 2 *, Y and A groups having a substitutable position may 
be substituted by one or more groups independently selected from hydroxy, alkyl. alkenyl alkynyl 
aralkyl. hydroxyalkyl, haJoalkyl, halo, oxo, alkoxy, aryloxy, aralkoxy, aralkylthio, alkoxyalkyl, cycloalkyl' 
cycloalkylalkyl, aryl, aroyl, cycloalkenyl, cyano, cyanoamino, nitro, alkylcarbonyloxy, alkoxycarbonyloxy' 
alkylcarbonyl, alkoxycarbonyl, aralkoxycarbonyl. carboxyl, mercapto, mercaptocarbonyl, alkylthio aryl- 
thio. alkylthiocarbonyl, alkylsulfinyl, alkylsulfonyl, haloalkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl,' aryl- 
sulfinyl. arylsulfonyl. heteroaryl having one or more ring atoms selected from oxygen, sulfur and 
nitrogen atoms, and amino and amido radicals of the formula 

f - if 



25 
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-OR 27 , -N^ ^ _J_ R 30 



•R 29 



R 31 



wherein X is Oxygen atom or sulfur atom; wherein each of R 27 through R^ is independently selected 
from hydndo, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, DR^ 2 and 

-N 

\ R 34 

wherein D is selected from oxygen atom and sulfur atom and F** 2 is selected from hydrido, alkyl 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 2 **, R3Q f R 3i R3 3 and ' R 34 is ' 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl 
alkoxyalkyl, alkylcarbonyl, alkoxycarbonyl, carboxyl, alkylsulfinyl, alkylsulfonyl, arylsulfinyl, arylsulfonyl 1 
haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl, and wherein each of R 27 , R 28 , R 29 , R*>, R3\ R33 ^ 
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R 34 is further independently selected from amino and amido radicals of the formula 



-N 



R 



35 



,37 



,36 



f/ RJ d 

-CN 311(1 



>38 



X 

-NC-R 39 
I 



,40 



wherein X is oxygen atom or sulfur atom; 

wherein each of R 35 , R 3G , R 37 , R 38 , R 39 and R 40 is independently selected from hydrido, alky I, 
cycloalkyl, cyano, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl 
and aryl, and wherein each of R 28 and R 29 taken together and each of R^and R 31 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
or amido radical, which heterocyclic group may further contain one or more hetero atoms as ring 
members selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be 
saturated or partially unsaturated; wherein each of R 28 and R 29 taken together and each of R 33 and R 34 
taken together may form an aromatic heterocyclic group having five ring members including the 
nitrogen atom of said amino or amido radical and which aromatic heterocyclic group may further 
contain one or more additional nitrogen atoms; or a tautomer thereof or a pharmaceutically-acceptable 
salt thereof. 

64. The method of Claim 63 wherein m is one; wherein R 1 is selected from alky!, hydroxyalkyl, hatoalkyl, 
cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl. polycycloaJkyl, polycycloalkylalkyl, phenyl, 
halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, 
cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, aJkoxycarbonyl, alkenyl, cycloalkenyl, al- 
kynyl, cycloalkynyl, alkylthiocarbonyl, arylthiocarbonyl, arylthiothiocarbonyl, aralkylthiocarbonyl, alkyl- 
sulfonyl, aralkylsulfonyl, arylsulfonyl, heteroaryl having one or more ring atoms selected from oxygen, 
sulfur and nitrogen atoms, and amido radicals of the formula 




wherein X is oxygen atom or sulfur atom; 

wherein each of R 12 and R 13 is independently selected from hydrido. alkyl, cycloalkyl, cyano, amino, 
monoaikyiamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl, 
phenylalkyl; polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, 
alkylcarbonyloxy, alkylcarbonyloxyalkyl, alkoxy carbonylalky I, aralkoxycarbonylalkyl, aralkylcarbonylox- 
yalkyl, mercaptocarbonyl, mercaptothiocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkyl- 
thio, cycloalkylalkylthio, alkylthiocarbonyl, alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, 
alkylthiothiocarbonyl, alkylthiothiocarbonylthio, arylthio, arylthiocarbonyl, arylcarbonylthio, arylthiocar- 
bonyloxy, arylthiocarbonylthio, arylthiothiocarbonyl, arylthiothiocarbonylthio, aralkylthio, aralkylthiocar- 
bonyl, aralkylcarbonylthto, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkyl- 
thiocarbonylthio, mercapto, alkylsulfinyl, alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl, arylsul- 
fonyl, phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl, cycloheteroalkyl, cycloheteroalkylalkyl 
and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl-containing 
groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms, and 
wherein each of R° and R 2 through R 11 may be further independently selected from amino and amido 
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radicals of the formula 



10 



15 



20 



25 



30 



-(CHzfc N 



,14 



,15 



x / 

o X 



-{CH^CN, 



R 20 X .R 21 
I II / 
-(CHj^N-C-N 



.22 



X y 

n X 

— (CHj)-OCN 



,16 

R 17 
R 23 



X 

-(CHj^- NC-R 18 
R 19 



R 25 X 



and 



.24 



— (CHj^N- COR 26 



wherein X is selected from oxygen atom or sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R" through R* is independently selected from hydrido, alkyl, cydoalkyl cyano 
ammo, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl. alkoxyalkyl. aralkyl and aryl;' 

wherein each of R3 through R" is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo haloalkyl, cycloalkyl. cycloalkylalkyl. alkoxy. aralkyl, aryl, aroyl. aryloxy, aralkoxy. alkoxyalkyl, 
alkylcarbonyl, alkoxycarbonyl. alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano. nitro, carboxyl. alkyl- 
carbonyloxy, mercaptocarbonyl, mercaptothiocarbonyl, alkoxycarbonyloxy, alkylthio. alkylthiocarbonyl 
alkylcarbonylthio, alkylthiocarbonyloxy, alkylthiocarbonylthio, alkylthiothiocarbonyl, arylthio arylthiocar- 
bonyl, arylcarbonylthio, arylthiocarbonyloxy, arylthiothiocarbonyl, aralkyrthio, aralkylthiocarbonyl aralkyl- 
carbonylthio, aralkylthiocarbonyloxy, aralkylthiocarbonylthio, aralkylthiocarbonyl, aralkylthiocarbonylthio 
mercapto, alkylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amino and amido radicals of the formula ' 



35 



40 



45 



SO 



55 



-N 



,14 



,15 



X 

II 

-CN 



If R 16 

II y R 



and 



,17 



X 

-NC-R 18 



wherein X is oxygen atom or sulfur atom; 

wherein each of R u , R 15 , R«, R", R i 8 and R« is independently selected from hydrido, alkyl 
cycloalkyl, cyano, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl- 
and wherein each of R° and R 3 through R" may be further 
independently selected from acidic moieties of the formula 

-Y„A 

wherein n is a number selected from zero through three, inclusive; wherein A is an acidic group 
selected from acids containing one or more atoms selected from oxygen, sulfur, phosphorus and 
mtrogen atoms, and wherein said acidic group is selected to contain at least one acidic hydrogen atom 
and the amide, ester and salt derivatives of said acidic moieties; wherein Y is a spacer group 
.ndependentiy selected from one or more of alkyl, cycloalkyl, cycloalkylalkyl, alkenyl, alkynyl, aryl. 
aralkyl and heteroaryl having one or more ring atoms selected from oxygen, sulfur and nitrogen atoms; 

and wherein any of the foregoing R° through R 26 , Y and A groups having a substitutable position may 
De substituted by one or more groups independently selected from hydroxy, alkyl. alkenyl. aralkyl 
hydroxyalkyl. halo, haloalkyl. oxo. alkoxy, aryloxy, aralkoxy, alkoxyalkyl. alkylcarbonyl, alkoxycarbonyl' 
carboxyl. cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl. mercaptocarbonyl. alkylthio and 
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alkytthiocarbonyl, and amino and amido radicals of the formula 

II R 28 * 

« 27 / II 

R | 

wherein X is oxygen atom or sulfur atom; wherein each of R 27 through R 31 is independently selected 
from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl, and DR 32 and 




wherein D is selected from oxygen atom and sulfur atom, and R 32 is selected from hydrido, alkyl, 
cycloalkyl, cycloalkylalkyl, aralkyl and aryl; wherein each of R 27 , R 28 , R 29 , Rso, R31 R 33 and R 34 is ' 
independently selected from hydrido, alkyl, cycloalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, 
alkoxyalkyl, alkanoyl, alkoxycarbonyl, carboxyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

65- The method of Claim 64 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl. haloalkyl, 
cycloalkyl, cycloalkylalkyl. thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, 
halophenyl, aikylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl, 
cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, al- 
kynyl, cycloalkynyl, aikylsulfonyl, aralkylsulfonyl and arylsulfonyl, and amido radicals of the formula 




wherein each of R 12 and R 13 is independently selected from hydrido, alkyl, cycloalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R 2 is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo, 
haloalkyl, cycloalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl, 
phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkoxyphenyl, cycloal- 
kenyl, cycloalkenylalkyl, aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cycloalkynyl, cyano, nitro, carboxyl, carboxyalkyl, 
alkylcarbonyloxy, mercaptocarbonyl, alkoxycarbonyloxy, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, ar- 
alkoxy carbonylalky I, aralkylcarbonyloxyalkyl, alkylthio, cycloalkylthio, cycloalkylalkylthio, arylthio, aral- 
kylthio, aralkylthiocarbonylthio, mercapto, alkylsulfinyl, aikylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, aryl- 
sulfinyl, arylsulfonyl, phthalimido, phthalimidoalkyi, heteroaryl, heteroarylalkyl, cycloheteroalkyl, 
cycloheteroalkylalkyl and cycloheteroalklylcarbonylalkyl wherein each of said heteroaryl- and 
cycloheteroalkyl-containing groups has one or more hetero ring atoms selected from oxygen, sulfur and 
nitrogen atoms, and wherein each of R° and R 2 may be further independently selected from amino and 
amido radicals of the formula 
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10 



15 



20 



30 



40 



45 



50 



R ^R 17 |,19 ' 

R 20 X ^/ R21 X R 23 R 25 x 

^-R 22 ^R 24 



wherein X is selected from oxygen atom or sulfur atom; 
wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R« through RP is independently selected from hydrido. alkyl. cycloalkyl. cyano 
ammo, monoalkylamino, dialkylamino, hydroxyalkyl. cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R=> through R" is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl 
halo. ha.oa.ky cyc.oa.ky., alkoxy. aralkyl, aryl, aroyl, aryloxy. aralkoxy. a.ko^a.M. a.^Ta^ " 
alkoxycarbonyl, alkenyl. cycloa.kenyl. alkyny., cyano. nitro. carboxyl. a.kylcarbony.oxy. mercaptocaV: 
^Z^TS^ lo "'^}^ *y™o. aralkyfthio. mercapto. alkyteulfonyl. aralky.sulfony. and 
25 arylsulfonyl, and amino and amido radicals of the formula 



-N 



» 14 o o 

II / R J I 

-CN and -NC-R 18 
R 19 



° f RU - R,S> R16> R17> R ' 8 and R " is independently selected from hydrido, alky. 
M and ary. Cyan °' am ' n °* m0n0alkylamino ' d ''alWamino, hydroxyalkyl, cycloalkylalkyl. alkoxyalkyl. aral- 



oflrSula eaCh ° f ^ ^ ^ thr ° U9h be fUrth8r inde P enden «V sete <** from acidic moieties 

-Y n A 

wherein n is a number selected from zero through three, inclusive; 

wherein A is selected from carboxylic acid and bioisosteres of carboxylic acid selected from 



-OH, -SH, 



H W 
— NR , -C-WH, 



55 -S-WH, 
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w w w 

II II II 

-S-WH, -P-WH, -P-NH and -P-WH 

• If If L. 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 355 , R 36 , R 37 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, 
io haloalkylcarbonyl, cycloalkyl, cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 , R 36 , R 37 and R 39 

may be further independently selected from amino radical of the formula 



75 



R 



40 



.41 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
20 haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 
radical, which heterocyclic group may further contain one or more hetero atoms as ring members 
selected from oxygen, nitrogen and sulfur atoms and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
25 having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may further contain one or more hetero atoms as ring atoms selected from oxygen, 
nitrogen and sulfur atoms; wherein each of R 36 and R 37 may be further independently selected from 
hydroxy, alkoxy, alkylthio, aryloxy, arylthio, aralkylthio and aralkoxy; and the amide, ester and salt 
derivatives of said acidic groups; 

30 

wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which heterocyclic ring contains at 
least one hetero atom selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a 
35 single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 
from R 3 through R 11 so as to form a f used-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
40 kyl, alkenyl, aryl and aralkyl; 

and wherein any of the foregoing R° through R 26 and R 35 through R 41 , Y and A groups having a 
substitutable position may be substituted by one or more groups independently selected from hydroxy, 
alkyl, alkenyl, aralkyl, hydroxyalkyl, halo, oxo, haloalkyl, alkoxy, aryloxy, aralkoxy, alkoxyalkyl, alkylcar- 
45 bonyl, alkoxycarbonyl, carboxyl, cyano, nitro, alkylsulfonyl, haloalkylsulfonyl, aryl, aralkyl, mercaptocar- 
bonyl, alkylthio and alkylthiocarbonyl, and amino and amido radicals of the formula 



50 



X 

II 27 

-C-R 2 , -N 



,28 



■,29 



and 



X 
II 

-NC-R- 
I 



30 



55 wherein X is selected from oxygen atom and sulfur atom; 

wherein R 27 is selected from hydrido, alkyl, cycloalkyl, cycloalkylalkyl, aralkyl, aryl and DR 32 and 
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-N 



33 



>34 



70 



75 



20 



wherein D is selected from oxygen atom and sulfur atom; wherein R 32 is selected from hydrido alkvl 
cycioalkyl, cycloalkylalkyl, aralkyl and aryl; ' y ' 

wherein each of ff*. R* R 30 f R3 i f R aa and R3 * js independentIy se|ected frQm dQ 
cycioalkyl, cyano, hydroxyalkyl, haloalkyl, cycloalkylalkyl, alkoxyalkyl. alkanoyl, alkoxycarbonyl car' 
boxyl, haloalkylsulfinyl, haloalkylsulfonyl, aralkyl and aryl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

66. The method of Claim 65 wherein m is one; wherein R^ is selected from alkyl, hydroxyalkyl haloalkyl 
cycioalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl' 
halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl. cycloalkenylalkyl, aroyl, alkoxyalkyl, alkylcarbonyl' 
cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl. alkenyl, cycloalkenyl. alkynyl, mercaptocar- 
bonyl, alkylsulfonyl, aralkylsulfony I, arylsulfonyl and amido radicals of the formula 



25 



0 ^ 
-CN 



>12 



• 13 



30 



35 



40 



wherein each of and R« is independently selected from hydrido, alkyl, cycioalkyl, cyano, amino, 
monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl; 

wherein each of R° and R* is independently selected from hydrido, alkyl, hydroxyalkyl, formyl, halo 
haloalkyl cycioalkyl, cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy, thienylalkyl 
phenylalky , polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl. alkylphenyl. alkoxyphenyl. cycloal- 
kenyl cycloalkenylalkyl. aralkylhaloalkyl, aroyl, aryloxy, aryloxyalkyl, aralkoxy, alkoxyalkyl. alkylcar- 
bonyl. alkoxycarbonyl, alkenyl. cycloalkenyl, alkynyl. cycloalkynyl, cyano, nitro, carboxyl, cartjoxyalkyl 
alkylcarbonyloxy. alkylcarbonyloxyalkyl. alkoxycanbonylalkyl. aralkoxycarbonylalkyl. aralkylcarbonylox- 
yalkyl. mercaptocarbonyl, mercaptoalkyl, alkoxycarbonyloxy, alkylthio, cycloalkylthio, cycloalkylalkylthio 
aryrthio, aralkylthio, mercapto, alkylsulfinyl. alkylsulfonyl, aralkylsulfinyl, aralkylsulfonyl, arylsulfinyl' 
arylsulfonyl phthalimido, phthalimidoalkyl, heteroaryl, heteroarylalkyl. cycloheteroalkyl, cycloheteroal- 
kylalkyl and cycloheteroalkylcarbonylalkyl wherein each of said heteroaryl- and cycloheteroalkyl- 
containing groups has one or more hetero ring atoms selected from oxygen, sulfur and nitrogen atoms 
and wherein each of R* through R" may be further independently selected from amino and amido 
radicals of the formula 



45 



50 



55 



R 14 



.15 



R 20 X .R 21 



-{CHjfcN-C-N 



,22 



x s x 



.16 



-<CH2^CN, 



-<CH 2 -)^OCN 



X 

II / 



23 



X 

II 



, -{CHjfr NC-R 18 
R 9 



and 



R 25 X 
I II 



>24 



— <CHj^N-COR 



26 



wherein X is selected from oxygen atom and sulfur atom; 
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wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
5 amino, monoalkylamino, dialkylamino, hydroxyalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryi; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cycloalkyl, alkoxy, aralkyl, aryl, aroyl, aryloxy, aralkoxy, alkoxyalkyl, alkylcarbonyl, 
alkoxycarbonyl, alkenyl, cycloalkenyl, alkynyl, cyano, nitro, carboxyl, alkylthio, aralkylthio and mercapto; 

10 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

-Y n A 

wherein n is a number selected from zero through three, inclusive; wherein A is selected from 
carboxylic acid and bioisosteres of carboxylic acid selected from 

-OH, -SH. 

20 

H W 

1 35 « 
-NR , -C-WH, 

25 

-S-WH, 



30 



35 



40 



w w 

II II 

-S-WH and -P-WH 
II I 

wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 38 and R 33 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloaikylcar- 
bonyl, cycloalkyl; cycloalkylalkyl, aryl and aralkyl; wherein each of R 35 and R 39 may be further 
independently selected from amino radical of the formula 



R 40 

45 & 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl, cycloalkyl, hydroxyalkyl, 
haloalkyl, cycloalkylalkyl, alkoxyalkyl, aralkyl and aryl, and wherein R 40 and R 41 taken together may 
form a heterocyclic group having five to seven ring members including the nitrogen atom of said amino 

so radical, which heterocyclic group may further contain one or more hetero atoms as ring members 
selected from oxygen, nitrogen and sulfur atoms, and which heterocyclic group may be saturated or 
partially unsaturated; wherein R 40 and R 41 taken together may form an aromatic heterocyclic group 
having five ring members including the nitrogen atom of said amino radical and which aromatic 
heterocyclic group may further contain one or more hetero atoms as ring atoms selected from oxygen, 

55 nitrogen and sulfur atoms; and the amide, ester and salt derivatives of said acidic groups; wherein said 
bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups consisting of 
heterocyclic rings of four to about nine ring members, which ring contains at least one hetero atom, 
selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be saturated, fully 
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w 



15 67. 



20 



25 



sexton T^LTT*™' ""I?** heteroc y clic ri "9 attached at a single position 

ESS?lJ^£iT* T h ^ 3ttaChed 31 "* adjacent P° siHons R 3 

» JSSiT-' SSOTiSi 1 " pheny ' rin9S of Formu,a ,: - » e 

^l^^aM; ' ndePendent,y S6,eCted fr0m ° ne « — °< cvc.oa.Ma, 

wherein each of R° through H* R3s and th^gh R *,, Y and A independent| be substjtuted 

a any substitutable posrt.cn with one or more groups selected from alky., hydroxy! halo, oxo, ha.oaikyT 
altoxycarbonyl, cyano, nrtro. alkylsuffonyl, haloalkyteulfonyl. aryl, aralkyl. alkoxy, ary.oxy and aralkoxyT 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

The method of Claim 66 wherein m is one; wherein Ri is selected from alkyl, hydroxyalkyl haloalkvl 

ZSZS'l iST^t phen y ,a,k V'- Polycyc.oa.ky.. &cJLZ5J& pC: 

^ kylp , heny '; a ' k °f Phenyl, cyc.oa.keny., cycloalkenylalkyl. aroyl, alkoxyalkyl. alkylcarbonyV 
TT^T"? ^^'^'^y'. aralkylcarbonyl, alkenyl, a.kynyl, a.kylsutfony.. ara.ky.suV 
fonyl, arylsulfonyl and amido radicals of the formula 

0 



30 



35 



40 



wherein each of and R'3 is independently selected from hydrido. alkyl, cycloalkyl. cyano amino 
hydroxyalkyl, alkoxyalkyl. phenalkyl and phenyl; V ' 

Ui^S-i*** f Z , and °! iS '""deP 6 " 09 "^ elected from hydrido. alkyl, hydroxyalkyl. formyl, halo 
^Ln SL^ , ^' I ^ ,0a,k y ,a,k y«- cycbalkylha.oa.kyl. cyc.oalkylcarbonyl. aikox^ thienylaC 
phenylalky I, polycycloalkyl, polycycloalkylalkyl. phenyl, halophenyl. alkylphenyl, alkoxyphenyl cyS 
kenyl. cyc.oalkenyla.kyl. ara.ky.ha.oa.kyl. benzoyl, phenoxy. phenoxyalkyl. phenaS phenyl 
phenalkyw™. aralkoxy. alkoxyalkyl. alkylcarbonyl. alkoxycarbonyl. a\Zy7^^Z^^^Zo 
n,tro carboxyl , carboxyalkyl. alkylcart.ony.oxy, alky.carbonyloxya.kyl. a.koxyc*rbony.aM ^ 
bonylakyl. aralkylcarbonyloxyalkyl, mercaptocarbonyl. mercaptoalky.. a^oxy^rLvtoxy aSo 
^SS^L, V^MW** 0 - Phtha.imido. phthaHmidW heteToaryT ^c^Z* 
Zt^T^\ heter ° a, | k y ,a,k V' and cyc.oheteroa.ky.carbony.a.ky. wheVein each^? sZd 
own^ T h f teroa,k y , - containi "9 groups has one or more hetero ring atoms selected from 
oxygen sutfur and mtrogen atoms, and wherein each of R° and R 2 through R" may be further 
independently selected from amino and amido radicals of the formula 



45 



SO 



SS 



-iCHj^ N 



R 14 



.15 



R*>X .R 21 
I II / 



-(CH^N- C-N 



.22 



II X 

-(CHj^CN 



,16 



,17 



— (CH 2 -)PCN, 



X 



23 



>24 



X 

II 



18 



-<CH27T NC-R 
R 19 



R 25 X 

md — (CHj^jN - C OR 26 



wherein X is selected from oxygen atom and sulfur atom; 
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wherein each n is a number independently selected from zero to six, inclusive; 



wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, hydroxyalkyl. alkoxyalkyl, phenalkyl and phenyl; 

5 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, cycloalkyl, alkoxy, phenalkyl, phenyl, benzoyl, phenoxy, phenalkyloxy, alkoxyalkyl, 
alkylcarbonyl, alkoxycarbonyl, alkenyl, cyano, nitro, carboxyl, alkylthio and mercapto; 

10 and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
of the formula 

-Y n A 

75 wherein n is a number selected from zero through two, inclusive; wherein A is selected from carboxylic 
acid and bioisosteres of carboxylic acid selected from 



-OH, -SH, 



20 



H 

I 

-NR 



35 



W 
II 

-OWH, 



25 

-S-WH, 



30 



w w 

II II 

-S-WH and -P-WH 
w 



WR 



38 



wherein each W is independently selected from oxygen atom, sulfur atom and NR 39 ; wherein each of 
R 35 , R 38 and R 39 is independently selected from hydrido, alkyl, haloalkyl, haloalkylsulfonyl, haloalkylcar- 
bonyl, cycloalkyl, phenyl and benzyl; wherein each of R 35 and R 39 may be further independently 
selected from amino radical of the formula 



40 



45 



R 40 
R* 



wherein each of R 40 and R 41 is independently selected from hydrido, alkyl. cycloalkyl, hydroxyalkyl, 
haloalkyl, alkoxyalkyl, benzyl and phenyl; and the amide, ester and salt derivatives of said acidic 
groups; 

so wherein said bioisostere of carboxylic acid may be further selected from heterocyclic acidic groups 
consisting of heterocyclic rings of four to about nine ring members, which ring contains at least one 
hetero atom, selected from oxygen, sulfur and nitrogen atoms, which heterocyclic ring may be 
saturated, fully unsaturated or partially unsaturated, and which heterocyclic ring may be attached at a 
single position selected from R 3 through R 11 or may be attached at any two adjacent positions selected 

55 from R 3 through R 11 so as to form a f used-ring system with one of the phenyl rings of Formula I; and 
the amide, ester and salt derivatives of said heterocyclic acidic groups; 

wherein Y is a spacer group independently selected from one or more of alkyl, cycloalkyl, cycloalkylal- 
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kyl, alkenyl, phenyl, phenalkyl and aralkyl; 

wherein each of R° through R 2 *, R 3 * and R 38 through R*\ Y and A and independently may be 
substituted at any substitutable position with one or more groups selected from alkyl, cycloalkyl, 
cycloalkylalkyl, hydroxy, halo, oxo, haloalkyl, alkoxycarbonyl, cyano, nitro, alkylsulfonyl, haloalkylsul- 
fonyl, aryl, aralkyl, alkoxy, aryloxy and aralkoxy; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

6a The method of Claim 67 wherein m is one; wherein R 1 is selected from alkyl, hydroxyalkyl, haloalkyl, 
cycloalkyl, cycloalkylalkyl, thienylalkyl, phenylalkyl, poly cycloalkyl, polycycloalkylalkyl, phenyl! 
halophenyl, alkylphenyl, alkoxyphenyl, cycloalkenyl, cycloalkenylalkyl, benzoyl, alkoxyalkyl, alkylcar- 
bonyl, alkoxycarbonyl, cycloalkylcarbonyl, cycloalkylalkylcarbonyl, aralkylcarbonyl, alkenyl and alkynyl; 

where each of R° and R 2 is independently selected from hydrido, alkyl, aminoalkyl, hydroxyalkyl, 
formyl, halo, haloalkyl, cycloalkyl. cycloalkylalkyl, cycloalkylhaloalkyl, cycloalkylcarbonyl, alkoxy! 
thienylalkyl, phenylalkyl, polycycloalkyl, polycycloalkylalkyl, phenyl, halophenyl, alkylphenyl, alkox- 
yphenyl, cycloalkenyl, cycloalkenylalkyl, aralkylhaloalkyl, benzoyl, phenoxy, phenoxyalkyl, phenal- 
kyloxy, phenylthio, phenalkylthio, aralkoxy, alkoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cycloalkenyl, 
alkynyl, cyano, nitro, carboxyl, carboxyalkyl, alkylcarbonyl, alkylcarbonyloxy, mercaptoalkyl, mercap^ 
tocarbonyl, alkoxycarbonyloxy, alkylcarbonyloxyalkyl, alkoxy carbonylalky I. aralkoxycarbonylalkyl, aral- 
kylcarbonyloxyalkyl, phthalimido, phthalimidoalkyi, imidazoalkyl, tetrazole, tetrazolealkyl, alkylthio, 
cycloalkylthio, cycloalkylalkylthio, and amino and amido radicals of the formula 



R 19 

P 2 <>X ^R 21 v P 23 

T B / ■ / R 

-(CHjfeN-C-N , ^(CHjfeOCN ™ d — (CHj^N- C OR 26 

^R 22 ^R 24 

wherein X is selected from oxygen atom and sulfur atom; 

wherein each n is a number independently selected from zero to six, inclusive; 

wherein each of R 14 through R 26 is independently selected from hydrido, alkyl, cycloalkyl, cyano, 
amino, hydroxyalkyl, alkoxyalkyl, phenalkyl and phenyl; 

wherein each of R 3 through R 11 is independently selected from hydrido, hydroxy, alkyl, hydroxyalkyl, 
halo, haloalkyl, alkoxy, phenyl, benzoyl, phenoxy, alkoxyalkyl, acetyl, alkoxycarbonyl, alkenyl, cyano! 
nitro, carboxyl, alkylthio and mercapto; 

and wherein each of R° and R 3 through R 11 may be further independently selected from acidic moieties 
consisting of CO2H, CO2CH3, SH, CKfeSH, C2H + SH, PO3H2, NHSCfeCFa, NHSCfeCcFb SO3H 
CONHNH2, CONHNHSOsCFa, CONHOCH3, CONHOC2H5, CONHCF3. OH, CH2OH, C2H4OH, OP0 3 H 2 ! 
OSO3H , 
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wherein each of R* 2 , R 43 and R" is independently selected from H, CI, CN, NOz, CF 3 , C2F5, C 3 F 7f 
CHF 2l CH 2 F, CO2CH3, CO2C2H5, SO2CH3, SO2CF3 and SCfeCeFs; wherein 2 is selected from O, S, 
NR* 5 and CH 2 ; wherein R* s is selected from hydrido, CH 3 and CH 2 C6H 5 ; and wherein said acidic 
moiety may be a heterocyclic acidic group attached at any two adjacent positions of R 3 through R 11 so 
as to form a fused ring system with one of the phenyl rings of the biphenyl moiety of Formula I, said 
biphenyl fused ring system selected from 
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70 



75 



20 



25 




30 



and the esters, amides and salts of said acidic moieties; or a tautomer thereof or a pharmaceuticallv- 
acceptable salt thereof. 



35 



40 



45 



69. The method of Claim 68 wherein m is one; wherein R' is selected from methyl, ethyl, n-propyl 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl' 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl,' 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl, thienylpropyl 
cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl 
cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl 
fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl 
isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl. 1-oxo-2-cyclohexylethyl, benzoyl 1-oxo-2- 
phenethyl, 1-oxoethyl, 1-oxopropyl. 1-oxobutyl, 1-oxopentyl, 2-butenyl, 3-butenyl, 2-butynyl, 3-butynyl 
and 2-hydroxybutyl; wherein R° is selected from hydrido, UH9(n), CH 3 CH 2 CH = CH, C3H7(n) SC3H7 



CH2 



50 



C2H5, CsHnfn), C6Hi 3 (n), SC + H 9 , 



202 



BNSOOC1D: <EP 0508393A1J_> 



EP 0 508 393 A1 



"CH2S / 

CH3CH = CH, CH 3 CH2CH 2 CH = CH-, amino, aminomethyl, aminoethyl, aminopropyl, CH2OH, CH- 
2OCOCH3, CH2CI, CH2OCH3, CH 2 OCH(CH 3 )2. CHO, 



CH2CO2H, CH(CH 3 )C02H, NO2, CI, 



N-N 

— CH 2 — ^ N 
N 
I 

H , 




-CH 2OCOCH2 CH2 — -% 

-CO2CH3, -CONH2. -CONHCHs, CON(CH 3 )2. -CH2-NHCO2C2H5, 



-o. 



•CH 2 NHC0 2 « 

-CH2 NHCO2 CH3 ,-CH2 NHCO2 C3 H7 , «CH 2 NHC02CH2(CH 3 )2, -CH2NHCO2C4H9, C^NHCOs-adamantyl, 
-CH 2 NHC02-(1 -napthyl), -CH 2 NHCONHCH3 , -CH 2 NHCONHC2 H 5 , -CH 2 NHCONHC3 H 7 , 
-CH 2 NHCONHC4 H 9 , -CH 2 NHCONHCH(CH 3 h ,-CH 2 NHCONH(1 -napthyl), -CH 2 NHCONH(1 -adamantyl), 



-CH 2 CH2CH2C02H, -CH2CH2F, -CH2OCONHCH3, -CH2OCSNHCH3, -CH2NHCSOC3H7, -CH2CH2CH2F, 
-CH2ONQ2, 



o 



-CH 2 SH, 



CI, NO2. CF 3 , CH 2 OH, Br, F, I, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 
n-pentyl, isopentyl, neopentyl, phenyl, cyclohexyl, cyclohexylmethyl, carboxyl, formyl, 1-oxoethyl, 1- 
oxopropyl, 1-oxobutyl, 1 -oxopentyl, dimethoxymethyl, 1 ,1-dimethoxy propyl, 1 ,1-dimethoxypentyl, 
hydroxyalkyl, halo, 1-oxo-2-phenylethyI, 1-oxo-2-cyclohexylethyl, 1,1-difluoro-2-phenylethyl, mon- 
ofluoromethyl, 1 ,1-difluoro-2-cyclohexylethyl, 2-cyclohexyIethyl, 1 ,1-difluoro-3-cyclohexylpropyl, 1 ,1- 
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dimethoxybutyl, 1,1-difluoroethyl, 1,1-difluoropropyl. 1.1-difluorobutyl, l,1^difluoropentyl, benzyl, 2- 
phenylethyl, l,1-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, difluoromethyl, COsH, SH, PO3H2, S03H , 
CONHNH2.CONHNHSO2CF3.OH, 

H H H 

I I 



N — N 



N— N N^>/ 

J—** and \ T 



wherein each of R 42 and R* 3 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
is methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl,' 

isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl! 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethy!,' 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl, thienylpropyl, cyclopentenyl- 
20 methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 

adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl,' 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl. diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R 6 . R*and R 9 is an acidic group 
25 selected from CO2H, SH, P0 3 H 2 . S0 3 H, CONHNH 2 , CONHNHSO2CF3, OH 



30 



35 



40 



H H H 

I I 



N— N N— N N^>^ 



R 43 

wherein each of R 42 and is independently selected from chloro, cyano, nitro, trifluoromethyl 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

70. The method of Claim 69 wherein m is one; wherein R' is selected from methyl, ethyl, n-propyl 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl. isopentyl. neopentyl, phenyl, 
benzyl, phenethyl. cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl 
cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 

45 methyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl 
thienylethyl, thienylpropyl. cyclopentenylmethyl. cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl! 
cyclohexenylmethyl, cyclohexenylethyl. adamantyl. adamantylmethyl, adamantylethyl, phenyl' 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methyl- 
phenyl, ethylphenyl, propylphenyl. isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl l-oxc-2- 

so cyclohexylethyl. benzoyl, l-oxo-2-phenethyl, 1-oxoethyl, 1-oxopropyl. 1-oxobutyl. 1-oxopentyl, 2- 
butenyl. 3-butenyl, 2-butynyl, 3-butynyl and 2-hydroxybutyl; wherein R° is selected from hydrido 
methyl, ethyl, n-propyl, isopropyl, n-butyl. sec-butyl, isobutyl. 4-methylbutyl. tert-butyl. n-pentyl' 
neopentyl. 1-oxoethyl. 1-oxopropyl, 1-oxobutyl, 1-oxopentyl l-oxo-2-phenylethyl, l-oxo-2-cyclohex- 
ylethyl, 1,1-difluoro-2-phenylethyl, 1.1-difluoro-2-cyclohexylethyl. 2-cyclohexylethyl, 1.1-difluoro-3- 

ss cyclohexylpropyl, fluoro, chloro. monofluoromethyl. difluoromethyl, trifluoromethyl, formyl, carboxyl 
dimethoxymethyl, 1,1-dimethoxybutyl, 1,1-difluoroethyl, 1.1-difluoropropyl, 1,1-difluorobutyl 11- 
d.fluoropentyl. benzyl, 2-phenylethyl, 1,1-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl 
cyclohexanoyl, 1-butenyl. 2-butenyl. 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, propylthio, butylthio 
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CO2H. SH. PO3H2, SO3H, CONHNH2, CONHNHSO2CF3, OH, 



H H H 




wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; wherein R 2 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyl- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio. butylthio and hydroxyalkyl; wherein each of 
R 3 through R 11 is hydrido with the proviso that at least one of R 5 , R 6 , R 8 and R 9 is an acidic group 
selected from CO2H, SH, P0 3 H 2 . SO3H, CONHNH2, CONHNHSO2CF3, OH, 




wherein each of R 42 and Ft 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

71. The method of Claim 70 wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tertbutyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, 
benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, 
cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 
methyl, cyclohexylethyl cyclohexanoyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, 
thienylethyl, thienylpropyl, cyclopenteny I methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; 
wherein R° is selected from hydrido, methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, 4- 
methylbutyl, n-pentyl, 1-oxo-2-phenylethyl, l-oxo-2-cyclohexylethyl, fluoro, chloro, monofluoromethyl, 
difluoromethyl, trifluoromethyl, formyl, carboxyl, dimethoxy methyl, l,1-difluoro-2-phenylethyl, 1,1- 
difluoro-2-cyclohexylethyl, 2-cyclohexylethyl, 1,1-difluoro-3-cyclohexylpropyl, dimethdxymethyl, 1.1- 
dimethoxybutyl, 1,1-difluoroethyl, 1,1-difluoropropyl, 1,1-difluorobutyl, 1,1-difluoropentyl, benzyl, 2- 
phenylethyl, 1,1-difluoro-3-phenylpropyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-butynyl, 2-butynyl, 3-butynyl, propylthio and butylthio; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 



205 



EP 0 508 393 A1 



cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenyimethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyi, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydrox- 
yalkyl; wherein each of R 3 , R*,R G ,R 7 ,R 8 , R 10 and R 11 is hydrido; wherein one of R 5 and R 9 is hydrido 
and the other of R 5 and R 9 is an acidic group selected from COOH, SH, PO3H2, SO3H, CONHNH 2 , 
CONHNHSO2CF3, OH, 

H H 
N—N 

^ R 42 «i n I 

wherein each of R 42 and R 43 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

72. The method of Claim 71 wherein m is one; wherein R 1 is selected from methyl, ethyl, n-propyl, 
isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, 
benzyl. phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl! 
cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl- 
methyl, cyclohexylethyl. cyclohexanoyl, methylbutyl. ethylbutyl. dimethylbutyl. thienylmethyl, 
thienylethyl, thienylpropyl, cyclopentenyimethyl, cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl. 
cyclohexenylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, 
chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyi, methyl- 
phenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2- 
cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; 
wherein R° is selected from hydrido, methyl, fluoro, chloro, monofluorom ethyl, difluoromethyl, 
trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is selected from methyl, ethyl, n- 
propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, 
phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, 
cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohex- 
ylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenyi- 
methyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, 
adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyi, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydroxyalkyl; wherein each of 
R 3 , R 4 , R 6 , R 7 , R 8 , R 10 and R 11 is hydrido; with the proviso that at least one of R 5 and R 9 must be 
selected from COOH, SH, PO3H2, S0 3 H, CONHNHs, CONHNHSO2CF3, OH, 

H 

N-N 

-•v 



wherein each of R 42 and R* 3 is independently selected from chloro, cyano, nitro, trifluoromethyl, 
methoxycarbonyl and trifluoromethylsulfonyl; 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

7a The method of Claim 72 wherein m is one; 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl. cyclopropyl, cyclobutyl, 
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cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl cyclohexanoyl. methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl. thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adarnantylethyl, phenyl, chlorophenyl, dichlorophenyl. fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyI, 1-oxopropyl. 1- 
oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl. dimethylbutyl, thienylmethyl, thienylethyl, 
'thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adarnantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl, benzyl, propylthio, butylthio and hydrox- 
yalkyl; wherein each of R 3 , R 4 , R 6 , R 7 , R 8 , R™ and R 11 is hydrido; wherein one of R 5 and R 9 is hydrido 
and the other of R 5 and R 9 is an acidic group selected from CO2H and 



H 
I 

N— N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

. The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula II 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adarnantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl. 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro. chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adarnantylethyl, phenyl, chlorophenyl, 
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10 



35 



dichlorophenyl, fluorophenyl, difluorophenyl. methoxy phenyl, ethoxyphenyl, methylphenyl, ethylphenyl 
propylphenyl, isopropy (phenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic qrouo 
selected from CO2H and 



H 
I 

N— N 



N 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 



>5 75. 



The method of Claim 74 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl. neopentyl, phenyl, benzyl, phen'ethy! 
cyclopropyl, cyclobutyl. cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl' 
methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl. cyclopentenylmethyl' 
20 cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl ad- 
amantyl, adamantylmethyl, adamantylethyl. phenyl, chlorophenyl, dichlorophenyl, fluorophenyl 
difluorophenyl, methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl. isopropyl- 
phenyl, dimethylphenyl. diethylphenyl. benzyl. 1-oxo-2-cyclohexylethyl. benzoyl. 1-oxo-2-phenethyl 1- 
oxopropyl. 1-oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
25 from methyl, ethyl, n-propyl. isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl isopentyl 
neopentyl. phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl. cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl. cyclobutylmethyl. cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl' 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
30 enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R* is an acidic group 
selected from CCfeH and 



H 
I 

N— N 



40 N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

76. The method of Claim 75 wherein said active compound is selected from compounds and their 
45 pharmaceutically-acceptable salts of the group of compounds consisting of 
1-propyl-4-butyl-1,3-dihydrc>-3-[[5W 

1 ,4-dibutyl-1 ,3-dihydro-3-[[5-t2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one- 
1 -pentyl-4-butyM ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one; 
1 -isopentyl-4-butyl-l ,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol-2-one- 
so 1-cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[5-{2-<1 H-tetrazol-5-yl)phenyl>2-pyridinyllmethylV2H- 

imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[5-[2-(l H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylV2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyl-1 ,3-dihydro-3-[[5-t2-(1 H-tetrazol-5-yl)phenylh2-pyridinyllmethyl}-2H- 
55 imidazol-2-one; 

1-(2-phenylemyl)-4-butyl-1,3-dihydro-3-[t5-[2-(lH-tetrazol-5-yl)phenyl>2-pyridinyl]mem 



one; 



1 -propyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methylh2H-imidazol- 
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2-one; 

l.4-dibutyl-5-methyl-1,3-dihyd^ 

1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(t H-tetrazol-5-y l)phenylh2-pyridinyl]methylh2H-imidazol- 
2-one; 

1 -isopentyl-4-buty l-5-methy 1-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenylh2-pyridinyl]methyl]- 
2H-imtdazol-2-one; 

1 -phenylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-<1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]- 
2H-imidazol-2-one; 

,1 -<2-phenylethyl)-4-buty l-5-methyl-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yI)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1- propyl-4-butyl-5-ch!oro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)phenylh2-pyridinyl]methyI]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-y l)phenyl]-2-pyridinyl]methyl]-2H-imida2ol-2-one; 
1-pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl>2-pyridinyl]methylh2H-imidazol-2- 
one; 

1 -isopenty l-4-buty l-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetra2ol-5-yl)pheny l]-2-py ridiny IJmethy l>2H- 
imidazol-2-one; 

1-cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]- 
2H-imidazol-2-one; 

1 -phenylmethy l-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-(2-cyc!ohexylethyl)-4-butyl-5-chloro-1 l 3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh 
2H-imidazol-2-one; and 

1-(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[5-[2-(1 H-tetrazol-5-yl)phenyl]-2-pyridinyl]methylh2H- 
imidazol-2-one. 

77. The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula III 



R° 



wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyciopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentyimethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethyl butyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopenteny I methyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethy1, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyciopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentyimethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl. cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
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dichlorophenyl, fluorophenyl, difluorophenyl. methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl 
propylphenyl. isopropylphenyl, dimethylphenyl. diethylphenyl and benzyl; wherein R 5 is an acidic qrouD 
selected from CO2H and 



H 
I 

N— N 




so 



or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

78. The method of Claim 77 wherein FV is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl. isopentyl. neopentyl. phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl 
cydobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl' 
methylbutyl, ethylbutyl. dimethylbutyl, thienylmethyl. thienylethyl, thienylpropyl, cyclopentenylmethyl' 
cyclopentenylethyl, cyclopentenylpropyl. cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl ad- 
amantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
Fhenyl. dimethylphenyl. diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl. benzoyl, 1-oxo-2-phenethyl 1- 
oxopropyl, 1-oxobutyl. 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R* is selected 
25 from methyl, ethyl, n-propyl, isopropyl. n-butyl. sec-butyl, isobutyl, tert-butyl. n-pentyl, isopentyl 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl. cyclobutyl. cyclopentyl. cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl. cydobutylethyl. cyclopentylmethyl. cyclopentylethyl 
cydohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl' 
thienylpropyl. cydopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
30 enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl. adamantylethyl. phenyl, chlorophenyl 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl' 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic qroup 
selected from C0 2 H and 



35 



H 
I 

N — N 
f/ X 



40 N 

or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

79. The method of Claim 78 wherein said active compound is selected from compounds and their 
45 pharmaceutically-acceptable salts of the group of compounds consisting of 

1 ,4-dibutyM ,3-dihydro-3-[t6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one; 
1 ,4-dipropyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one- 

50 

1-propyl-4-isobutyl-1,3-dihydro-3-[[6-[2-(1H-tetrazol-5-yl)phenylh3-pyridinyl]memyl>2 
1-butyl-4-isobutyl-1,3-dihydro-3-tt6-[2-(1H-tetrazol-5-yl)phenylh3-pyridinyl]memylh2H 
65 1-butyl-4-isopentyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl>2H-imidazol-2-one; 

1 -butyl-4-pentyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2-one; 
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1 -butyl-4-cyclohexyM ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-y l)phenyl]-3-pyridinyl]methyl>2H-imidazof-2-one; 

1-butyl-4-cyclopentyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyrjdinyl]methyl]-2H-jmida2ol-2- 

one; 

1 -buty l-4-(2-cyclopropylethy l)-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -methyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-y l)phenyl]-3-pyridinyi]methyl]-2H-imida2ol-2-one; 
1 -ethyl-4-butyl-1 ,3-dihydro-3~[[6-[2-(1 H-tetra2ot-5-yl)phenylh3-pyridmyl]methyl]-2H-imidazol-2-one; 
1 -propyl-4-buty 1-1 .3-dihydro-3-[[6-[2-(1 H-tetrazol-5<yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
1-isobutyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
1-isopentyl-4-butyl-1,3-dihydro-3-[[6-[2-(1 H4etrazoi-5-yl)phenyl]-3iDyridinyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1,3-dihydro3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H.imidazol-2-one; 
1 -isopropyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one; 
1-tertbutyl-4-butyl-1.3-din^^ 

1 -neopentyi-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2-one; 

1 -(3,3-dimethylbutyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yi)pheny^3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-ethylbutyl)-4-butyM ,3-dihydro-3-[[6-[2-{1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H-imidazol-2- 

one; 

1-cyclohexyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2-one 

1 -(2-cyclopropylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)ph©nylh3-pyridinyl]methyl]-2H- 
imidazol«2-one; 

1-cyclopentyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 

one; 

1 -cycIopentylmethyl-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-[2-(2-thienyl)ethyI]-4-butyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenyl]-3-pyridinyl]methylh2H-imidazol-2- 
one; 

1 -(2-cyclopentylethyl)-4-buty 1-1 ,3-dihydro-3-[[6-[2-(l H-tetrazol-5-y I)phenylh3-pyridiny IJmethy l]-2H- 
imidazol-2-one; 

1 -[2-(cyclopenten-1 -yl)ethyl]-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]- 
2H-imidazol-2-one; 

1-(2-adamantyl)-4-butyl-1,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-pyridinyl]methyl]-2H-imidazol-2- 
one; 
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1 -(1 -adamantylM-butyl-1 ,3-dihydro-3-[[6-[2-(l H-tetrazo!-5-yl)phenylh3-pyridiny l]methylh2H-imida20l-2- 
one; 



1 -pheny l-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-y l)phenylh3-pyridinyl]methyll-2H-imidazol-2-on8; 

1 -(2-chlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H-imidazol- 
2-one; 



1 -(2-methylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-<1 H-tetrazol-5-yl)phenyl>3-pyridinyl]methylh2H-imida20l- 
2-one; 



1 -(2-methoxyphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methyl]-2H- 
imidazol-2-one; 



1 -(2-isopropylphenyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenylh3-pyridinyl]methylh2H- 
imidazol-2-one; 

1 -(2,6njif luorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)pheny!]-3-pyridinyl]methyl>2H- 
imidazol-2-one; 



1 -(2,6-dichlorophenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yI)phenyih3-pyridinyl]methyl]-2H- 
imidazol-2-one; and 

1-(2.6-dimethylphenyl)-4-butyl-1 ,3-dihydro-3-[[6-[2-(1 H-tetra2ol-5-yl)phenylh3-pyridinyl]methylh2H- 
imidazol-2-one. 



80. The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula IV 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl,' 
ethylbutyl, dimethylbutyl, thieny I methyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl. n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl. cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl. methylphenyl, ethylphenyl, 
propylphenyl. isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 
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H 
I 

N — N 



5 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

10 

81. The method of Claim 80 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl methyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyi, cyclopentylmethyi, cyclopentylethyl, cyclohexyl methyl, cyclohexylethyl, cyclohexanoyl, 

75 methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 

cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-bxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 

20 oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 

from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyi, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl. 

25 thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl. adamantyl. adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 

N— N 



35 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

40 

82. The method of Claim 81 wherein said active compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1-propyl-4-butyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyi]phenyl]methyl>2H-imidazol-2-one; 
1 f 4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -isopenty l-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 
1-cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethy l-4-butyl-1 i,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)-4-butyj-1 ,3-dihydro-3-[[4~[3-(l H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1- ^-phenylethylM-butyM.S-dihyd 
one; 

1 -propy l-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-2-pyridiny l]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyM ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl]-2H-imidazol- 
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10 



2-one; 

1 -isopentyl^butyl-5-roethyM .3-dihydro-3-r[4-[3-(1 H-tetrazo!-5-yl)-2-pyriclinyl]phenyl]methylV2H- 
imidazol-2-one; 

1 -cyclohexyImethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazoh5-yl)-2.pyridinyl]phenyl]methyl> 
2H-imidazol-2-one; 

1 -phenylmethyM-butyl-5-methyM ,3-dihydro-3-[[4-[3-<1 H-tetra2ol-5-yl)-2-pyridinyl]phenyl]methylV2H- 
imidazol-2-one; 

1 -(2-cyc!ohexylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl> 
2hHmidazol-2-one; 

1 -(2-phenyiethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyI]methyl]-2H- 
imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methylV2H-imida2oi- 
2-one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tGtrazol-5-yl)-2-pyridinyl]phenyl]methylh2H.jmidazol-2.one- 
1 -pentyl^butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl).2.pyridiny!]phenyl]m0thylh2H-imidazoI-2- 
one; 

1 -isopentyl-4-butyl-5^hloro-1 ,3-dihydro-3-[[4-[3-<1 H-tetra2o!-5-yi)-2-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 t 3-dihydro-3-[[4-{3-(1 H-tetrazol-5«yl>-2.pyridinyl]phenyl]methyl]- 
20 2H-imidazol-2-one; 

1 -phenylmethyM-butyl-5-chloro-l ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; 

1 -(2-cydohexylethyl).4-butyl-&.chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-2-pyridinyl]phenynmethyn- 
2H-imidazol-2-one; and 

1 -(2-phenylethyl)-4-butyl-5<:hloro-1 ,3-dihydro-3-[[4-[3-<1 H-tetrazol-5-yl)-2-pyridinyl]phenynmethyi]-2H- 
imidazol-2-one. 

8a The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula V 



75 



25 



30 



35 



40 



50 



55 




R 2 



wherein R' is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylelhyl. cyclobutylmethyl, cyclobutylethyl' 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl 
ethylbutyl, d.methylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
45 amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl 
methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl. propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethy (phenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxymethyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl. n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl. cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl 
cyclohexylmethyl, cyclohexylethyl. methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl. cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl 
dichlorophenyl. fluorophenyl. difluorophenyl. methoxyphenyl. ethoxyphenyl, methylphenyl, ethylphenyl 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

84. The method of Claim 83 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl. cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexyl methyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopenteny I methyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl. cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl; cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl. methylbutyl. ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl. cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, N ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R s is an acidic group 
selected from CO2H and 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

85. The method of Claim 84 wherein said active compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 
1 -propy l-4-buty 1-1 ,3-dihydro-3-[^ 

1 ,4-dibutyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyllmethyl]-2H-imidazol-2-one; 
1 -isopenty l-4-buty 1-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridiny l]phenyl]methyl]-2H-imidazol-2-one; 
1 -cyclohexylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -phenylmethyl-4-butyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -(2-cyclohexylethyl)~4-butyl-l ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1-(2-phenylethyl)-4-butyl-1,3-dihydrch3-[[4-t4-(1H-tetrazol-5-yl)-3-pyri 
one; 

1- propyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[4-(1H-tetrazol-5-yl)-3-pyri^ 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1-pentyl-4-butyl-5-methyl-1,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol- 
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2-one; 

1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(l H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -cyclohexylmethy l-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]pheny l]mettiy!h 
5 2H-imidazol-2-one; 

1 -phenylmethyl-4-butyi-5-methyl-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]pheny l]methyl}-2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethyl)-4-butyl-5-methyM ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-y l)-3-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; 

w 1 -(2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yI)-3-pyridinyl]phenyl]methylh2H- 

imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imida2ol- 
2 : one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetra2ol-5-yl)-3-pyridinyllphenyl]methyll-2H-imidazol-2-one; 
is 1 -pentyl-4-buty l-5^hloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]pheny l]methyl]-2H-imidazol-2- 

one; 

1 -isopentyl-4-butyl-5^hloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyrid!nyl]phenyl]methyl> 
20 2H-imidazol-2-one; 

1-phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4.(1H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5*chloro1 ,3-dihydro-3-[[4-[4-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]- 
2H-imidazol-2-one; and 

25 1 -(2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[4-<1 H-tetrazol-5-yl)-3-pyridinyl]pheny!]methylh2H- 

imidazol-2-one. 

86. The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula VI 

30 



35 




wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl! 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantytethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
eyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, 'cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

87. The method of Claim 86 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl r .cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopeiitylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxy butyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl. cyclobutylethyl, cycloperitylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl. methylbutyl, ethylbutyl, dimethylbutyl. thienylmethyl, thienylethyl! 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl. difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 




or a tautomer thereof or a pharmaceutically-acceptable salt thereof. 

8a The method of Claim 87 wherein said active compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 

1 -propy l-4-buty 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl>2H-imidazol-2-one; 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H-imidazol-2-one; 

1 -penty l-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1-isopentyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -cyclohexy lmethyl-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-py ridinyljpheny l]methyl]-2H- 

imidazol-2-one; 

1 -phenylmethyl-4-buty 1-1 .3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-py ridinyljpheny l]methy I ]-2H-imidazol-2- 
one; 

1- (2-cyclohexylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-y l)-4-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propy l-4-butyl-5-methy 1-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -penty l-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-t3-(1 H-tetrazol-5-y I )-4-py ridinyljpheny I ]methy I ]-2H-imidazol- 
2-one; 
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1 -isopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(l H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl>2H- 
imidazol-2-one; 

1 -cyclohexy!methyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]pheny!]methylh 
2H-imidazol-2-one; 

1 -phenylmethyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]pheny l]methylh2H- 
imidazol-2-one; 

1 -<2-cyclohexylethyl>-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

1 -<2-pheny lethyl)-4-bLityl-5-methyl-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -propyl-4-butyl-5-ch!oro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-ylM-pyridinyl]phenyl]methylh2HHmidazol- 
2-one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-ylM-pyndm 

1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]ph0nyl]methylh2H-imida2ol-2- 
one; 

1 -isopentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-|>(1 H-tetrazol-5-yl)-4-pyridinyl]pheny!]methyl]-2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexy lethy l)-4-buty !-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazoI-5-yi)-4-py ridiny l]phenyl]methy I]- 
2H-imidazol-2-one; and 

1 -<2-phenylethyl)-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[3-(1 H-tetrazol-5-yl)-4-pyridinyl]phenyl]methy^2H- 
imidazol-2-one. 

>. The method of Claim 73 wherein said active compound is selected from a family of compounds of 
Formula VII 



R 2 

wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, 4- 
methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, 
cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl, cyclohexanoyl, methylbutyl, 
ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, cyclopen- 
tenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, adamantyl, ad- 
amantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, difluorophenyl, 
methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropylphenyl, dimethyl- 
phenyl, diethylphenyl, benzyl, 1 -oxo-2-cyclohexy lethyl, benzoyl, 1 -oxo-2-phenethyl, 1-oxopropyl, 1- 
oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is selected from hydrido, methyl, fluoro, chloro, 
monofluoromethyl, difluoromethyl, trifluoromethyl, formyl, carboxyl and dimethoxy methyl; wherein R 2 is 
selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopen- 
tyl, neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl. phenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 
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or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

90. The method of Claim 89 wherein R 1 is selected from methyl, ethyl, n-propyl, isopropyl, n-butyl, sec- 
butyl, isobutyl, tert-butyl, 4-methylbutyl, n-pentyl, isopentyl, neopentyl, phenyl, benzyl, phenethyl, 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropylmethyl, cyclopropylethyl, cyclobutylmethyl, 
cyclobutylethyl, cyclopentylmethyl, cyclopentylethyl, cyclohexylmethyl, cyclohexylethyl. cyclohexanoyl, 
methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl, thienylpropyl, cyclopentenylmethyl, 
cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohexenylmethyl, cyclohexenylethyl, ad- 
amantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, dichlorophenyl, fluorophenyl, 
difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, propylphenyl, isopropyl- 
phenyl, dimethylphenyl, diethylphenyl, benzyl, 1-oxo-2-cyclohexylethyl, benzoyl, 1-oxo-2-phenethyl, 1- 
oxopropyl, 1-oxobutyl, 1-oxopentyl and 2-hydroxybutyl; wherein R° is hydrido; wherein R 2 is selected 
from methyl, ethyl, n-prbpyl, isopropyl, n-butyl, sec-butyl, isobutyl, tert-butyl, n-pentyl, isopentyl, 
neopentyl, phenyl, benzyl, phenethyl, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cyclopropyl- 
methyl, cyclopropylethyl, cyclobutylmethyl, cyclobutylethyl, cyclopentylmethyl. cyclopentylethyl, 
cyclohexylmethyl, cyclohexylethyl, methylbutyl, ethylbutyl, dimethylbutyl, thienylmethyl, thienylethyl. 
thienylpropyl, cyclopentenylmethyl, cyclopentenylethyl, cyclopentenylpropyl, cyclohexenyl, cyclohex- 
enylmethyl, cyclohexenylethyl, adamantyl, adamantylmethyl, adamantylethyl, phenyl, chlorophenyl, 
dichlorophenyl. fluorophenyl, difluorophenyl, methoxyphenyl, ethoxyphenyl, methylphenyl, ethylphenyl, 
propylphenyl, isopropylphenyl, dimethylphenyl, diethylphenyl and benzyl; wherein R 5 is an acidic group 
selected from CO2H and 



H 
I 



N— N 




or a tautomer thereof or a pharmaceutical ly-acceptable salt thereof. 

91. The method of Claim 90 wherein said active compound is selected from compounds and their 
pharmaceutically-acceptable salts of the group of compounds consisting of 
1-propyl-4-butyl-1 ,3-dihydro^ 

1 ,4-dibutyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1 -penty l-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 

1-isopentyl-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 

1 -cyclohexylmethyl-4-buty 1-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl>2H- 

imidazol-2-one; 

1-phenylmethyl-4-butyl-1,3-dihydro-3-[[4-[2-(lH-tetrazol-5-yl)-3-pyridinyl]phenyl]me 
one; 

1- (2-cyclohexylethyl)-4-butyl-1 ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-phenylethyl)-4-butyM ,3-dihydro-3-[[4-[2-(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -propyl-4-buty l-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 

2- one; 

1 ,4-dibutyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol-2-one; 
1 -penty l-4-butyl-5-methyl-1,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H-imidazol- 
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2-one; 

1 Hsopentyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -cyclohexylmethyl-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazoI-5-yl>-3-pyridinyl]phenyl]methyl}- 
2H-imidazol-2-one; 

1 -phenylmethyM-buty l-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

1 -<2-phenylethyl)-4-butyl-5-methyl-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyl]-2H- 
imidazol-2-one; 

1 -propyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4~[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methyll-2H-imida2ol- 
2-one; 

1 ,4-dibutyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh2H-imidazol-2-one; 
1 -pentyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-y l)-3-pyridinyf]phenyl]methyl]-2H-imidazol-2- 
one; 

1 -isopenty l-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazo!-5-yl)-3-pyridinyl]phenyl]methylh2H- 
imidazol-2-one; 

1 -cyclohexy lmethyl-4-btrtyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridinyl]phenyl]methylh 
2H-imidazol-2-one; 

1 -phenylmethyl-4-butyl-5-chloro-1 ,3-dihydro-3-[[4-[-2(1 H-tetra2ol-5-yl)-3-pyridinyl]phenyl]methy^2H- 
imidazol-2-one; 

1 -(2-cyclohexylethyl)-4-butyl-5-chIoco-1 ,3-dihydro-3-[[4-[-2(1 H-tetrazol-5-yl)-3-pyridiny l]pheny l]methyl]- 
2H-imidazol-2-one; and 

1 -<2-pheny lethyl)-4-buty l-5-chloro-1 ,3-dihydro-3-[[4~[-2(1 H-tetrazol-5-y l)-3-pyridiny l]phenyl]methy IJ-2H- 
imidazol-2-one. 

92. The method of Claim 79 wherein said active compound is 1 ,4-di butyl- 1 ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5- 
yl)phenyl]-3-pyridinyl]methylJ-2H-imidazol-2-one or a pharmaceutically-acceptable salt thereof. 

93. The method of Claim 79 wherein said active compound is 

1 -(2-ethylbutyl)-4-butyM ,3-dihydro-3-[[6-[2-(1 H-tetrazol-5-yl)phenyl]-3-py ridinyljmethy l]-2H-imidazol-2- 
one or a pharmaceutically-acceptable salt thereof. 

94. The method of Claim 63 wherein said circulatory disorder is a cardiovascular disorder. 

95. The method of Claim 94 wherein said cardiovascular disorder is hypertension. 

96. The method of Claim 94 wherein said cardiovascular disorder is congestive heart failure. 
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